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Novel glutathione reductase activity intensifiers, which are conq>ounds having general formula (I) and pharmacologically acceptable 
salts, thioesters, and other derivatives thereof, wherein m is 0 or 1; n is 2 when m is 0, and n is 1 when m is 1; k is an integer of 0 to 12; R' is 
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m m m 

7ce^J^tll^^^:*3v^-c. m^^j^^pi^n^xri^^o m^i. ii5cM^yu^5^:^i^ (gsh) 

(S?-fk;M^^/V':5'^;^> : G S S G) ^, N AD P H#i£TJ;:. il5cbT 
G S H {3 ffdfei- S -T? 5 „ 

Appl.PhysioI. 1996 Nov., 81(5), 2199-2202 M] o ^(O^t^:^ hU:^i-im^^J: 
MM&i^^ (adult, respiratory distress syndrome ). ttU^fllx 

nce^'Tyw^l^i^S : 3fet^'{r:k:MfiilrlSJfiLTV^5 tofa-S-dSfeS [J.Appl.Physiol. 
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1996 Nov., 81(5), 2199-2202 M; Free Radical Biology & Medicine. Vol.21 
No.6. 845-853 H(1996 ¥); Free Radical Biology & Medicine, Vol.20 No.7, 9 
25-931 H(1996 Gastoroenterology. 112. 855-863 H(1997 ¥); Gut, Vol.34, 

161-165 M(1996 Lancet. 338, 215-216 M(1991 Diabetologia. 39, 3 
57-363 M(1996 #^): Eur.J.Cancer., 1996 Jan, 32A(1). 30-38 M; Am.J.Med., 1 
991 Sep 30. 91(3c). 95s-105s; Alcohol.Clin.Exp.Res.. 1996 Dec, 20(9 Suppl). 
340A-346A; Free Radical Biology & Medicine. Vol.21 No.5. 641-649 M(1996 

Pharmacol.Toxico].. 1997 Apr, 80(4), 159-166 M: Cell.Mol.Biol.(Noisy-le- 
granci), 1996 Feb, 42(1), 17-26 H; Prostaglandins.Leukot.Essent.Fatty Acids, 

1996 Aug. 55(1-2). 33-43 M; FASEB J., 1995 Sep, 9(12), 1173-1182 M] o 

^J^mi^ m^\f.. T'^i^oi — ha^w— ^ -iy;* — i^;^ h D 7^-— , -7*=. 

— yfiy-i^^iyi/i^mmm. favism ^), yri^="--=^^isLm. ffi^k:Rof^«5^> 

p^(Di:^fj:in.mm. m^^AM. y<^=i-h. mmtmm. ^^o-t^) 

W0 9 4/1 2 5 2 7{rtt, ^m^Gsuoy^^^^m-r^i^'^mit^. m. 
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lEtvl, 6 4 - 2 6 5 1 6-^}c:J^s ^/^d'^:tl^^^m^±^^'&^it^'^t>. 



(1) T.|B:-fl5^^ (.1) ^o^mM±.nn-^i\,^m.. 




.COOH 



SH SH 
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(CH2)k-A-B-R' 

HS-(CH2)n-f 

(CH2)„ 

L 

1 Sr^Lx 

I 

A{±, ®e^J!^-7-, ;&/V'7K:::^/US. Xli-N (R^) CO-. 

-N'(r2) CS-, -N (r2) S02-. -CON (R^) N (R?) CO-, 
-CON (R«) CO-, -CON (r2) CS-, -CON (R?) S02-, 
-0-C0-, -ON (r2) CO-, -ON (R^) SO2-, 
-O-CON (Rh N (r5) CO-, -O-CON (R^) CO-, 
-O-CON (r2) SO2-, -C0-0-, -CO-CO-, 
-CO-CON (R*) N (r3) CO-, -CO-CON (r2) CO-, 
^CO-CON (Rh SO2-, -N (r2) 0-, -N (R^) COCO-, 
-N (Ri) N (r3) CO-, -N (Rh hf (r3) SO2-, 
-N (r2) CON (r3) N (R<) CO-, -N (R^) CON ( r3) CO-, 
-N (r2) con (r3) SO2-, ^b<{i, 

-N.(r2) con (r3) SOjN (R<) CO- [^4', r2, R3^t>*R<{i, 1^ — 
Bfi, ^ig-a-, 3iJi-N (r5) -, ^U<{i-N (Rfi) N (r5) - [SC^", R 
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5E^r^ A;6^ -N (r2) CO-, -N (R*) C S 
-CON (r2) N (r3) CO-. -CON (r2) CO-, 
-CON (r2) CS-, -0-C0-, -ON (r2) CO-. 
-O-^CON (r2) N (r3) CO-, -O-CON (R^) CO-, 
-CO-CON (r2) N (r3) CO-, -CO-CON (R^) CO-, 
-Nf;(R2) N (r3) CO-, -N (R*) CON (R^) N (R<) CO-. 
X{i-N (rJ) CON (r3) CO- [iCtf, r2, R^jStO^R^H, ^ISt(^#M^ 
^i-o] -Cifei^, ^JSS^-Cfc^^^, Rl{4, B(rlB<0^^ir^JP;tT, SOR^ 

AdS, -CON (r2) SO2-, -ON (Ri) S02-, 
-O-CON (r2) S02-> -CO-CO-, -CO-CON (R*) SO2-X 
-N (R«) COCO-. -N (Ri) N (r3) S02-, Xt4-N (R^) CON (R 
3) SO2- [^f. r2&T^R»I±, «ftietlHlS^^^-t-.] -rfc"?, J.O, BAS^ij^ 

-a-T^jsi^-a-, aa^ ^^/^-t-, -co-o-x^-n (r^) o--Qt^ 

Ai^S, -C0-0-3iJ±-N (r2) O- [^"f", R2tt, ftftlE .t Sr:T^i-o ] 



m 
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fsmr^w^yV'Sv -Ik fSiSiTy^^^i'S^ i&mT^i-^^iym. &mTJi^^/i^^ 

(2) — ( I ) Tfe-^i»^ ( I ') : 



(3) k;&s, ox\-ti7bm8(om^x»y?>it'^m. 

(5) kjiS. 4 3?.i4 5 -tf$)5^t:'a■4fe)^ 




(CH2)k-A-B-R' 
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(9) rUs. m^^M. gJ^SSf j3;i>e>51^$i^S iBMSfiwS-CSJfe^tufc 

(10) A;6^ ;&/U**-yUS, 3i<±S:-CON (r2) SOj-, -N (r2) CO-. 
-N ^(r2) CS-, -CON (R2) CO-, -N (R^) COCO-^b<tt 

-N .(r2) S02- [ictf'. rM±. ^mm.^. mmwuiTbmi 2m<oT/u^jum 

(11) Ar^. :5U*^-CON (R^) SO2-. 
-N (r2) CO-. -N (r2) CS-, -CON (R2) CO-. 

-N (r2) COCO-«L<Ji-N (r2) S O2- [^4^. R^ fi. TK^il^^^Xli 

(12) A*^ ^/U/}?-yU^, -C0NHS02-X -C0NCHjS02-. 
-NHCO-, -NHCS-, -CONHCO-, -NHCOCO-XJ* 
-NHS 02-TS>5^k^it&. 

(1 3) B*S. ^i^^X»*^-N. (r8) -«b<tt-N (R<>) N (R^) - C^f, 

(14) B/jS, ^i^^Xtt^-N (rS) -HU<«-N (r6) N (r5) - [^4^. 

(15) B;iS. -NH-, -NCH3-X{i-NHNCH3-t?*>S-fk-a'#>. 

MJc:, -LIE (2), (3) nm (5). (6) jbm. o). (i o) nm. (i 2) mo^ 
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. 1 _ (5^ 7 -i/^ /x^ij-:/ Y^-^zf^fV') - 3 - (2 - t Kn=^i^^^vu) UT^ 

•[3- (5, 7 --^^^yu*:?* u-W K] g^efe^^>'i'. 

■3 - (6. 8 -i^^/w;*:/ h^J-^tJ' /-r/VT 5 /) 

•N- (6, B -'J^'^J^^^yY:^^ ^ y -< J^^) p<iJ'>':^yW/J^>'T5 K 

X.. 2|5:%^(D^m j/vi'<5'f':*-Vil7C^^Si4t§^^ril) tt, -tta ( 1) 75 

M (a 5) ;^l>e,^i^$i^-5v^-rt^*»-^^:lB^<^^b^'^^ ^<o|^aJiffW$ti.S^. 

Jbia— fl5^^ ( I ) {cfcv^-c, 

[gmSU^a] c9^^lc:*3t:tS rry-zw-Si :s.t>* rg^sp ^ ji^bjl^ ^ttS i 
eo^^^Sli^-fbTK^S^Ti^U^ 0iJ;t«x ^ccriyu, 7*"^ 
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7j>^k°^^v^^yu/j;<t'Sr^(f -5:1 <b;65-Ct So ^fJ®{-J±s b^DUv^^yu. 

So 

'bJ:<> J; 5 J'^St U-Cfi. ^J^fix y t'a y K^^yw, 9^T:/y 

y v^^/u, v?3i-=¥y;!h^ihy y i^-/w/jJt*<Srfclf tiis-C^ S. 

I 

5. 7, 8 — 2 -^yv^ y-f K— 

-1, 3-i:^:^^>--2 — T vw^jt <b*?r^»f S r t 5o 

r^^^i^^^^Sj <tLX{*. iifiiic:|±, :7 y /u, ^o^-yu, fay/w. riff 
^/K f^yyyi^, 5: yy y yu. ;i-=^--y-y y yu. -t' y=^-y-y y /u. ^ryy/w, 
-fyf^ryyyw, aj-dE-iJ-i^ry y yu, hyryy^i^. ■^'h^v^yy^. '^^r-^^ryy 

yu, f7=yw, fye^yw, fy^::^=./W. t*y5S?=:yu, 5 JfeS^Sr 

ift°:::^yw, y y A % ^ ^/ ^) s :^^'^y'vj^. y =^1^y y yi^, ^ryy 
yi's -cy^ryyyw. :^=>r-y-i^y'y y y^, hyzyyyw, -rh^yyy^, ^n^r 

y y -yu, t* y i^yP, t* y y e^-yw, f y * i?ziyw, t*7 i^~y\^(Dii 9 ifcS^^tf -5 
Ci:*s-c^> HtcifiStJili, t-ye^yu, -r^y.yyyu, :t=3E-iJ-yy yu, f7^^=-yw 

s.WTy yyw-cifeSo 

i^Kyyi^, •-<>'y:7yyu, -o^y^m-yu^ -<i^y^:^r-y-y y yV', % 
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r3, R5;&t>*R8<o:&^{r*5»t-5, r^^|& 1 7!;S 1 2 ^^ri" § T/V 

t J*,. ia^^U< , 0iJx.ff, Ptf^/Vx, oi^/U, ^T'DtVV. 

>f y tf'p t*>'U. rf^tv, ^ i/zf'f-jx^^ &-zf'^j\^. t-rff-j^, ^^^'^->v. 2--< 

V^.'W, 3 -^^'^/U. • 2 -pt 9^/W:?^^/V'> 3 -;<^/l':/^yV'x 1, 
7*0 tVw. 1, 2 -i^j^t ^/UlT'a fyW, 2, 2 - ^yWT' p hVU, ^dei^/W, 2 
-✓vdriX/U, 3 — •^=^r->'/'l'. 2 - ^ i^^^W. 3 - p< f^/V-^ Vf^yU, 4 — ^ 

yw^^^^^yix, 1, 1 - ^^pt 1, 2. -"y :^'}-}\'Zf=^-fv^ i, s-i^pt^ 

yVT^^yU, 2, 2 -i^^ ^^/wy^yW. 2. 3 - ^yWT'^/l', 3, S-v^p^^yU 

zf'^jx^, 1 , 1 . 2 - h y ^>'W:7'o fcVw. 1 . 2 , 2 - h y p« =f-JV:fxi tvw, ^ 
T'f^yW, 2 -'^.^^^/P, 3 4 — 3, 3 - 
:^i5''?=-/t', 2 ^/w-^:;^^/!^, .2 -^'^-yw-^-'^i^/w^ l, 1, 3, 3-7^h7P« 
'^A'^'f-iv^ y=.>'K 2-y— yu> 3 — y=^>'V'> 4-y— yw, 5-y— yw. 2-p« 

6 ^y^'3^^9^y^, 7 - ;^ ^/U^J-^ ^>'U, 8 - p« f^yW;^^?' f^yU. 6, 
)\^^-f'f-}V. 7^->'/U^ 2— 7^i/-'^^ 3 — x^^'^^. 4 — i^>'^, 5 -7^->'>'U', 2— p« 
^/wy^i/w, 3 — ^ywy =./u, 4 — ;>< ^/wy ^yw, 6, 6 — ^y^:*-^ ^yw, 
2 - 1> >'v*iyy^^ 3 — ^Vr'e^yu^ 4 — ^> Vx^^yi'^ 5 — iJ' v^^s^yu^ 
6 - !>:/7*e/yi'^ 2 -.;>< ^y^x^^yw^ 3 ^yU'7^->'yV', 4 - ^ ^y^•7*i^y^^ 5 — 
;>< <?-yU-7^->yW, 6 - ^y^7*>>yu. 7 - ;>< ^yU-T ^^yp. 8 - ^yV'-r^i^yw. 9-<?« 
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iX/Wv 4 - ;>< ^-/u>> >'T'~>/^'^ 5 - p< f^/i^^' ^-T^-^z-w^ 6 - 7< v'>'^'^ 7 

— 7< g^v'U'J'^'-r 8 — ;>< ^v^v'/'^> 9 - ^ f^y-U >'T^v'/^. 10-p<-9^ 

<^S^7Fi-o) ^(OJ; 5 «»J^rf> j^^l^:2 7!»Mi 0iB<^Tyu=> 

'<:/i^ywg|55>l4. «lfeSffl^5*»e>51*^Stt5 l75S3^aoS-Cgi^l$^^TV^T'b J; 

r2, r3, r<. r5. r6s.o«r' o^^(::jbMtS, rT9y^=¥/^Sj. rr 

Sj CO rT7>'V=¥-'l'£j t{4> ^Vi^yVs 1 — 2 — 7 a^ — -'l^:!^^ 




PCT/JP99/0S422 
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r3. R5;5:I>*R6o^^l^jbMtS. TTv-^uSj (i, ^ij;ttf. ^^1-$ 

1 4 ^ }V^:y ^ ^ 1/ ^ 13, 13 — v^;?« ^yi^'T' h 9 t^v^/^-:^ >'^^ 

/^^'UD-fyW, ^rpi^-yi^^ T U i'i';*>'W'5l? — /I's xfy^nh— yu, (E) -2 — 

yU:«K— /^S-, 2, 4, 6 - h y p< ^/w^^'y-fyw. 4 - h /'KD J: 5 JfciS^T 

yU^^'WkT y ->'W*/Wd<^>'l'Sx 3, 5 - -i^^ 4 - t Kci =^^>'^>'>^'< >'^> 

3, 5 — i/-tert-:/f^/t'— 4 - t K D ^ V^-Y >'V'(0 J: p /.^ t Kndr >'<e;^>' 
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df — /i^, >^ h ^^/:pt>>'U7i?=yu. s ^^^^:*>'^'JJ^=^/'^'^ tert- h =^ 

2, 2 - h y ^ D ^=¥■i>';^>'^^^>'^^ 2 - h y p< f->'^^:xy ^=^->';*-'l^^ — 
y(.;\^iS;^z^/U^l J^Xf^^l^Ml^ p - h/Urci^:;<./W;J^=/KD J; 5 Jfe TT y 

1 3i@(os-cem$nTVNTt <fc < s ftiio^^s,!:i^^UTv>Tt j: 

v>o -toj: UTti, 0iJ;tfi, N - ^ ^-'U , N- t h =^i>';<; 

i^/^ 1 --Y >- Ky ^/i'^ 2 - ^^'UJJ^dr-i^- 1 --T K y ^/w, 2 
-pt h=¥xx;i{r>'UsJf^/k- 1 --<:^Ky ->'W. 3, — ri^Ky^^-2. 
5-vf;^-V-l — f/u, -fy'fVK— VI — 1. 3-i^;ti^-2 — f >'Wtr^»f S Ci i: 
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n-^>'5=-.'U. y'<:/^/i', 7. — :^'f-)\^-f'f-)yy^ i — ^^yw 

:7'otVw, n-'^#'>'/w. -Y y^:*-^//^, 4 - y ^^/w^^^^/u. 3— p^^yw^v^ 
/I'. 2 — ^ ^/'W"<>'^/U, 1 — ;^ ^yW-^ V^yW. 3. 3 - ^yUy^^U. 2, 2 
-•i^^ 1, 1 -i^pt 9=-/^y'5^>'L'x 1. 2 ^yi^y^yu. 1, 3- 

> 

yw. 2 -'-^^ir— yu, 3 -^^ir^^yw, 4 — yi^cD J: 5 2 6 <@ 

^^-yw, •i?:}' p D ^yu, h V ^ ctu yt'^ju, Y ]) y J^:i-ti ^ '^/U, 2— ^anac^ 
/l^s 2 — yyl':^-p3i^yu, 2 — T'cr-^m^^yw, 2 — 3 — K^i^^/W, 2, 2, 2— h 
}} X3 u si'^-jU^ 2, 2, 2 — h y y yU:*-!^^!^^^, 3 — ^ d o y o t'yu^ 3— y 
yus^ayo t'yu. 3 -y d b'yw-, 3-3— KyotVu, 3, 3, 3-hy^ 

npyabVu, 3, 3, 3 — h y yyU::*-p y d tVu, 4-^PPy^yW, 4— yyl' 
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S<S:V^V^, 0iJ^|J, T^h^ri^s ^^=¥i>'^ n-:ra7)f^i/, V 7* o /i^ =3r . n- 

y'^^' 2 — ;>« h =^i:^v 1 -Ji'^^/l^tT'o tI? df-ix, n — -^^i/'/t' 

;?f-^i/. 4 ^/P^^^^^/V^^f-^ 3 - ^^/W'O^vW;^ =^ ^>•^ 2 - 7« ^/W'^ 
>'^/^:?}-=^-'>'. 3, 2, -^y ^^fV-zf 2, 2 - i/ :^ =^ )\^-:f V ^ 'y ^ \, \ — 

Z^^^Jl^y h^iy. 1, 2 -i^?>-^Ji^:f h^iy. l, 3 -i^j^'^JUZf 2. 

2 — ;< e^^/wr/f^-zw^:?!-, 1 — ^^^•/WT'p t•>'^^3^^ n — ^^2^>'^'^3^, 4— ^^/w 
3 ^yU'^i^^^W^ah, 2 - ;?« ^/W'^:-'^/^^::*-^ 3, 3-i^^ 
f^^UT'^/u^^sJ-, 2, 2 --;:^;>t 1, 1 -i^;^ ^^l^Z^'^^^^'^:^. 1. 

2 - v^;^ ^/Ut/^/W^;*-, 1, 3 - v^;^ ^>'WP^^>'V9=-:^, 2, 3 - ^yV:7*^>'L' 

^:tm^7f:L. ttf-mia±. i^^fSil 7bS4i@<Oii:^Xttt9-tt«lTyV'=3r/u^;^-STfc 
9^ Mt^i^iitJili. y^^/i-^^i-s =^^/u=^:t. :/ntVw^;i-. y tVv^:*-, 

c^tfesp^] Rxj^ [mi^mmyi (D^mizi^n^ r^-^uy^m'f-i ^tt> 
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/wT^y. i;ai^y>T5:y. v?-r y T'D tvwT 5: y . -i^^'^^^r 5 y coj; ^ ''.^ fis 

:J^S'/i'T$y, i/i/^ u^:y"^)VT % J ^ D^^i^y'UT ^ y o<t 5 Jfc T;^^ 

l&s;!;^ 7<0O^>'^ PTyU^yUSj 1 X{* 2 iggJfeLyiiT 5 yS ; U -:^y, 
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z - IN rl 2 U 2 0 ^ - n 


1791 


5 


-CONHS02- 




4 - ( JN rl2U2b) - r*!! 


1792 


5 


-CONHSOj- 




2-CN-Ph 


1793 


5 


-C0NHS02- 




4"CN-Ph 


1794 


5 


-CONHS02- 




/TT/^/^TT \ Til- 

2-(HOCH2)- 


1795 


5 


•CONHS02- 




4-(HOCH2)-Ph 


1796 

< 


5 


-CONHSO2- 




Me 


1797 


5 


-CONHSO2- 




Et 


17$8 


5 


-CONHSO2- 




Pr 


1799 


5 


-CONHSO2- 




i-Pr 


1800 


5 


-CONHSO2- 




Bu 


1801 


5 


-CONHSO2- 




HOOCCH2- 


1802 


5 


-CONHSO2- 




MeOOCCHj- 


1803 


5 


-CONHS02- 




Me-CH(COOH)- 


1804 


5 


-CONHSO2- 




HOOC-(CH2)2- 


1805 


5 


VTTJT 0/*\ 
-CONHSO2- 




Me-CH(COOMe)- 


1806 


5 


-C0NHS02- 




1-HOOC-i-Bu 


1807 


5 


-C0NHS02- 




1-MeOOC-i-Bu 


1808 


6 


-CUNH0U2- 




1-HOOC-i-Pn 


1809 


5 


-UUr>irloU2- 




1-MeOOC-i-Pn 


1810 


5 


1CONHSO2- 




l-HOOC-2-Me-Bu 


1811 


5 


-CONHSO2- 


mm^ 


l-MeOOC-2-Me-Bu 


1812 


5 - 


-CONHSOj- 




CH2CHiS03H 


1813 


5 


-CONHSOj- 


mm^ 


OH 


1814 


5 


-CONHSO2- 




MeO 
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1.815 


5 


-CONHSO2- 




EtO 


1816 


5 


-CONHSO2- 




PrO 


1817 


5 


-CONHSO2- 




i-PrO 


1818 


5 


-CONHSO2- 




BuO 


1819 


5 


-CONHSO2- 




i-BuO 


1820 


5 


-CONHSO2- 




s-BuO 


1821 


5 


-CONHSO2- 




t-BuO 


1822 


5 


-CONHSO2- 




HxO 


1823 


5 


-CONHSO2- 




PhO 


18^4 


5 


•CONHSO2- 




BnO 


1825 


5 


-CONHSO2- 




e 1 


1826 


5 


-CONHSO2- 




@2 


1827 


5 


-CONHSO2- 




ft 3 


1828 


5 


-CONHSO2- 




e 4 


1829 


5 


-CONHSO2- 






1830 


5 


-CONHSO2- 






1831 


5 


-CONHSO2- 




g 7 


1832 


5 


-CONHSO2- 




m. 8 


1833 


5 


-CONHSO2- 




ft 9 


1834 


5 


-CONHSO2- 




e 10 


1835 


5 


-CONHS02- 




m. 11 


1836 


5 


-CONHS02- 




s 12 


1837 


5 


-CONHS02- 




3.Py 


1838 


5 . 


-CONHS02- 




4-Py 


1839 


5 


-CONHSOj- 


-NH. 


H 


1840 


5 


-CONHSO2- 


-NH- 


Ph 
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1841 


5 


-CONHSO2- 


-NH- 


2-Me-Ph 


1842 


5 


-C0NHS02- 


-NH- 


4-Me-Ph 


1843 


5 


-CONHSO2- 


-NH- 


2.4-diMe-Ph 


1844 


5 


-CONHSO2- 


-NH- 


3,4-diMe-Ph 


1845 


5 


-CONHSO2- 


-NH- 


2-(CF3)-Ph 


1846 


5 


-CONHSO2- 


-NH- 


4-(CF3)-Ph 


1847 


5 


-CONHSO2- 


-NH- 


2-MeO-Ph 


1848 


5 


-CONHSO2- 


-NH- 


4-MeO-Ph 


1849 


5 


-CONHSO2- 


-NH- 


2-EtO-Ph 


1850 


5 


-CONHSO2- 


-NH- 


4-EtO-Ph 


1851 


5 


-CONHSO2- 


'NH- 


2-HO-Ph 


1852 


5 


-C0NHS02- 


-NH- 


4.H0-Ph 


1853 


5 


.CONHSO2- 


-NH- 


2-(HOOC)-Ph 


1854 


5 


-CONHSO2- 


-NH- 


4-(HOOC)-Ph 


1855 


5 


-CONHSO2- 


-NH- 


2-(MeOOC)-Ph 


1856 


5 


-CONHSO2- 


-NH- 


4-(MeOOC)-Ph 


1857 


5 


-CONHSO2- 


-NH- 


2-(EtOOC)-Ph 


1858 


5 


-CONHSO2- 


-NH- 


4-(EtOOC)-Ph 


1859 


5 


-CONHSO2- 


-NH- 


2-(t-BuOOC)-Ph 


1860 


5 


-CONHSO2- 


-NH- 


4-(t-BuOOC)-Ph 


1861 


5 


-CONHSO2- 


-NH- 


2-Cl-Ph 


1862 


5 


.CONHSO2- 


-NH- 


4-Cl-Ph 


1863 


5 


-CONHSO2- 


-NH- 


2-Br-Ph 


1864 


5 . 


-CONHSO2- 


-NH- 


4-Br-Ph 


1865 


5 


-CONHSO2- 


-NH- 


2-I-Ph 


1866 


5 


-CONHSO2- 


-NH- 


4-1 -Ph 
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18G7 


5 


-CONHSO2- 


-NH- 


2-N02-Pn 


1868 


5 


-CONHSO2- 


■NH- 


4-N02-Ph 


1869 


5 


-CONHSO2- 


-NH- 


2-NH2-Ph 


1870 


5 


-CONHSO2- 


-NH- 


4-NH2-Ph 


1871 


5 


-CONHSO2- 


-NH- 


2-(H03S)-Ph 


1872 


5 


-CONHSd2- 


-NH- 


4-(H03S)-Ph 


1873 


5 


-CONHSO2- 


-NH- 


2-(NH202S)-Ph 


1874 


5 


-CONHSO2- 


-NH- 


4-(NH202S)-Ph 


1875 


5 


-CONHSO2- 


•NH- 


2-CN-Ph 


1876 


5 


-CONHSO2- 


-NH- 


4-CN-Ph 


1877 


5 


-CONHSO2- 


-NH- 


2-(HOCH2)-Ph 


1878 


5 


.CONHSO2- 


-NH- 


4-(HOCH2)-Ph 


1879 


5 


-CONHSO2- 


-NH- 


Me 


1880 


5 


-CaNHS02- 


•NH- 


Et 


1881 


5 


-CONHS02- 


■NH- 


Pr 


1882 


5 


•CONHS02- 


-NH- 


i-Pr 


1883 


5 


-CONHS02- 


-NH- 


Bu 


1884 


5 


-CONHS02- 


-NH- 


HOOCCH2- 


1885 


5 


-eONHS02- 


-NH- 


MeOOCCH2- 


1886 


5 


-CONHS02- 


-NH- 


Me-CH(COOH)- 


1887 


5 


-CONHS02- 


-NH- 


HOOC-(CH2)2- 


1888 


5 


-CONHS02- 


-NH- 


Me-CH(COOMe)- 


1889 


5 


-CONHS02- 


-NH- 


1-HOOC-i-Bu 


1890 


5 . 


-CONHS02- 


-NH- 


1-MeOOC-i-Bu 


1891 


5 


-CONHS02- 


-NH- 


1-HOOC-i-Pn 


1892 


5 


-CONHS02- 


-NH- 


l-MeOOC-i-Pn 
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1893 


5 


-CONHSO2- 


-NH- 


l-HOOC-2-Me-Bu 


1894 


5 


-CONHS02- 


-NH- 


l-MeOOC-2-Me-Bu 


1895 


5 


-CONHSO2- 


-NH- 


CH2CH2SO3H 


1896 


5 


-CONHSOj- 


-NH- 


OH 


1897 


5 


-CONHSO2- 


-NH- 


MeO 


1898 


5 


-CONHSO2- 


-NH- 


EtO 


1899 


5 


-CONHSO2- 


-NH- 


PrO 


1900 


5 


-CONHSO2- 


-NH- 


i-PrO 


1901 


5 


.CONHSO2- 


-NH- 


BuO 


19p2 


5 


-CONHSO2- 


-NH- 


i-BuO 


1903 


5 


-CONHSO2- 


-NH- 


s-BuO 


1904 


5 


-CONHSO2- 


-NH- 


t-BuO 


1905 


5 


-CONHSO2- 


-NH- 


HxO 


1906 


5 


-CONHSO2- 


-NH- 


PhO 


1907 


5 


-CONHSO2- 


-NH- 


BnO 


1908 


5 


-CONHSO2- 


-NH- 


m. 1 


1909 


5 


-CONHSO2- 


-NH- 


B 2 


1910 


5 


-CONHSO2- 


-NH- 


m. 3 


1911 


5 


-CONHSO2- 


-NH- 


@4 


1912 


5 


-CONHSO2- 


-NH- 


s 5 


1913 


5 


-CONHSOj- 


-NH- 


S 6 


1914 


, 5 


• CONHSO2- 


-NH- 


fi 7 


1915 


5 


-CONHSOj- 


-NH- 


38 


1916 


5 . 


-CONHSO2- 


-NH- 


ft 9 


1917 


5 


-CONHSO2- 


-NH- 


S 10 


1918 


5 


-CONHSO2- 


-NH- 


S 11 
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1919 


5 


-CONHSOj. 


-NH- 


S 12 


1920 


5 


-C0NHS02- 


-NH- 


3-Py 


1921 


5 


-CONHSO2- 


-NH- 


4-Py 


1922 


5 


-NHCO- 




H 


1923 


5 


-NHCO- 




Ph 


1924 


5 


-NHCO- 




2-Me-Ph 


1925 


5 


-NHCO- 




4-Me-Ph 


1926 

* 


5 


-NUCO- 




2.4.diMe-Ph 


1927 


5 


-NHCO- 




3,4-diMe-Ph 


19g8 


5 


-NHCO- 




2-(CF3)-Ph 


1929 


5 


-NHCO- 




4-(CF3).Ph 


1930 


5 


-NHCO- 




2-MeO-Ph 


1931 


5 


-NHCO- 




4-MeO'Ph 


1932 


5 


-NHCO- 




2-EtO-Ph 


1933 


5 


-NHCO- 




4-EtO-Ph 


1934 


5 


-NHCO- 




2-HO-Ph 


1935 


5 


-NHCO- 




4-HO-Ph 


1936 


5 


-NHCO- 




2-(HOOC)-Ph 


1937 


5 


-NHCO- 




4-(HOOC)-Ph 


1988 


5 


-NHCO- 




2.(MeOOC)-Ph 


1939 


5 


-NHCO- 




4-(MeOOC)-Ph 


1940 


5 


-NHCO- 




2-(EtOOC)-Ph 


1941 


5 


-NHCO- 




4-(EtOOC)-Ph 


1942 


5 . 


-NHCO- 




2-(t-BuOOC)-Ph 


1943 


5 


-NHCO- 




4-(t-BuOOC)-Ph 


1944 


5 


-NHCO- 




2-Cl-Ph 
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1945 


5 


-NHCO- 




4-CI-Ph 


1946 


5 


-NHCO- 




2.Br.Ph 


1947 


5 


-NHCO- 




4-Br-Ph 


1948 


5 


-NHCO- 




2-I-Ph 


1949 


5 


•NHCO- 




4-I-Ph 


1950 


5 


-NHCO- 




2-N02-Ph 


1951 


5 


-NHCO- 


mm^ 


4-N02-Ph 


1952 


5 


-NHCO- 




2-NH2-Ph 


1953 


5 


-NHCO- 




4-NH2-Ph 


1954 


5 


-NHCO- 




2.(H03S)-Ph 


1955 


5 


-NHCO- 




4-(H03S)-Ph 


1956 


5 


-NHCO- 




2-(NH202S)-Ph 


1957 


5 


-NHCO- 




4-(NH202S)-Ph 


1958 


5 


-NHCO- 




2.CN-Ph 


1959 


5 


-NHCO- 


^m-B- 


4-CN-Ph 


1960 


5 


-NHCO- 




2-(HOCH2)-Ph 


1961 


5 


-NHCO- 




4-(HOCH2)-Ph 


1962 


5 


-NHCO- 


mm^ 


Me 


1963 


5 


-NHCO- 




Et 


1964 


5 


-NHCO- 




Pr 


1965 


5 


-NHCO- 




i-Pr 


1966 


5 


-NHCO- 




Bu 


1967 


5 


-NHCO- 


mt^-B- 


HOOCCH2- 


1968 


5 . 


-NHCO- 




MeOOCCH2- 


1969 


5 


-NHCO- 


mm-B 


Me-CH(COOH)- 


1970 


5 


-NHCO- 


mm-B 


HOOC-(CH2)2- 
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1971 


5 


-NHCO- 




Me-CH(COOMe)- 


1972 


5 


-NHCO- 




1-HOOC-i-Bu 


1973 


5 


-NHCO- 




1-HOOC-i-Pn 


1974 


5 


-NHCO- 


mm^ 


l-HOOC-2-Me-Bu 


1975 


5 


-NHCO- 




CH2CH2SO3H 


1976 


5 


-NHCO- 




MeO 


1977 


5 


-NHCO- 




EtO 


1978 


5 


-NHCO- 




PrO 


1979 


5 


-NHCO- 




B 1 


19^0 


5 


-NHCO- 




S2 


1981 


5 


-NHCO- 




@3 


1982 


5 


-NHCO- 




m 4 


1983 


5 


-NHCO- 


mm^ 


e 5 


1984 


5 


-NHCO- 




m. 6 


1985 


5 


-NHCO- 




g 7 


1986 


5 


-NHCO- 




g8 


1987 


5 


-NHCO- 


mm-a- 


m 9 


1988 


5 


-NHCO- 


mm-a- 


m 10 


1989 


5 


-NHCO- 




e 11 


1990 


5 


-NHCO- 


mm^ 


m 12 


1991 


5 


-NHCO- 




3:Py 


1992 


5 


-NHCO- 


m^-a- 


4-Py 


1993 


5 


-NHCO- 


-NH- 


H 


1994 


5 


■NHCO- 


■NH- 


Ph 


1995 


5 


-NHCO- 


-NH- 


2-Me-Ph 


1996 


5 


-NHCO- 


-NH- 


4-Me-Ph 
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1997 


5 


-NHCO- 


-NH- 


2.4-cliMe-Ph 


1998 


5 


-NHCO- 


-NH- 


3.4-diMe-Ph 


1999 


5 


-NHCO- 


-NH- 


2-(CF3)-Ph 


2000 


5 


-NHCO- 


-NH- 


4.(CF3)-Ph 


2001 


5 


-NHCO- 


-NH- 


2-MeO-Ph 


2002 


5 


-NHCO- 


-NH- 


4-MeO-Ph 


2003 


5 


-NHCO- 


-NH- 


2-EtO-Ph 


2004 


5 


-NHCO- 


-NH- 


4-EtO-Ph 


2005 


5 


-NI-ICO- 


-NH- 


2-HO-Ph 


20tO6 


5 


-NHCO- 


-NH- 


4-HO-Ph 


2007 


5 


-NHCO- 


-NH- 


2-(HOOC)-Ph 


2Q08 


5 


-NHCO- 


-NH- 


4-(HOOC)-Ph 


2009 


5 


-NHCO- 


-NH- 


2-(MeOOC)-Ph 


2010 


5 


-NHCO- 


•NH- 


4-(MeOOC)-Ph 


2011 


5 


-NHCO- 


-NH- 


2-(EtOOC)-Ph 


2012 


5 


-NHCO- 


-NH- 


4-(EtOOC)-Ph 


2013 


5 


-NHCO- 


-NH- 


2-(t-BuOOC)-Ph 


2014 


5 


-NHCO- 


-NH- 


4-(t-BuOOC)-Ph 


2015 


5 


-NHCO- 


-NH- 


2-Cl-Ph 


2016 


5 


-NHCO- 


-NH- 


4-Cl-Ph 


2017 


5 


-NHCO- 


-NH- 


2-Br-Ph 


2018 


5 


-NHCO- 


-NH- 


4-Br-Ph 


2019 


5 


-NHCO- 


-NH- 


2-I-Ph 


2020 


5. 


-NHCO- 


-NH- 


4-I-Ph 


2021 


5 


-NHCO- 


-NH- 


2-N02-Ph 


2022 


5 


-NHCO- 


-NH- 


4-N02-Ph 
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2023 


5 


-NHCO- 


-NH- 


2-NH2-Ph 


2024 


5 


-NHCO- 


-NH- 


4-NH2-Ph 


2025 


5 


-NHCO- 


-NH- 


2-(H03S)-Ph 


2026 


5 


-NHCO- 


-NH- 


4-(H03S)-Ph 


2027 


5 


-NHCO- 


-NH- 


2-(NH202S)-Ph 


2028 


5 


-NHCO- 


-NH- 


4-(NH202S)-Ph 


2029 


5 


-NHCO- 


-NH- 


2-CN-Ph 


2030 


5 


-NHCO- 


-NH- 


4.CN-Ph 


2031 


5 


-NHCO- 


-NH- 


2-(HOCH2)-Ph 


2032 


5 


-NHCO- 


-NH- 


4-(HOCH2)-Ph 


2033 


5 


-NHCO- 


-NH- 


Me 


2034 


5 


-NHCO- 


-NH- 


Et 


2035 


5 


-NHCO- 


-NH- 


Pr 


203G 


5 


-NHCO- 


-NH- 


i-Pr 


2037 


5 


-NHCO- 


-NH- 


Bu 


2038 


5 


-NHCO- 


-NH- 


HOOCCH2- 


2039 


5 


-NHCO- 


-NH- 


MeOOCCHj- 


2040 


5 


-NHCO- 


-NH- 


Me-CH(COOH)- 


2041 


5 


-NHCO- 


-NH- 


HOOC-(CH2)2- 


2042 


5 


-NHCO- 


-NH- 


Me-GH(COOMe)- 


2043 


5 


-NHCO- 


-NH. 


l-HOOC-i-Bu 


2044 


5 


•NHCO- 


-NH- 


l-MeOOC-i-Bu 


2045 


5 


-NHCO- 


-NH- 


1-HOOC-i-Pn 


2046 


5 . 


■NHCO- 


-NH- 


1-MeOOC-i-Pn 


2047 


5 


-NHCO- 


-NH- 


l-HO0C-2.Me.Bu 


2048 


5 


-NHCO- 


-NH- 


l-MeOOC-2-Me-Bu 
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2049 


5 


-NHCO- 


-NH- 


CH2CH2SO3H 


2050 


5 


-NHCO- 


•NH- 


OH 


205 1 


5 


-NHCO- 


-NH- 


MeO 


2052 


5 


-NHCO- 


-NH- 


EtO 


2053 


5 


-NHCO- 


-NH- 


PrO 


2054 


5 


•NHCO- 


-NH- 


i-PrO 


2055 


5 


-NHCO- 


-NH- 


BuO 


2056 


5 


-NHCO- 


-NH- 


i-BuO 


2057 


5 


-NHCO- 


-NH- 


s-BuO 


2qp8 


5 


-NHCO- 


-NH- 


t-BuO 


2059 


5 


-NHCO- 


-NH- 


HxO 


2060 


5 


-NHCO- 


-NH- 


PhO 


2061 


5 


-NHCO- 


-NH- 


BnO 


2062 


5 


-NHCO- 


-NH- 


S 1 


2063 


5 


-NHCO- 


-NH- 


e2 


2064 


5 


-NHCO- 


-NH- 


S 3 


2065 


5 


•NHCO- 


-NH- 


S 4 


2066 


5 


-NHCO- 


-NH- 


m 5 


2067 


6 


-NHCO- 


-NH- 


me 


2068 


5 


-NHCO- 


-NH- 


m 7 


2069 


5 


-NHCO- 


-NH- 


ms 


2070 


5 


-NHCO- 


-NH- 


ms 


2071 


5 


-NHCO- 


-NH- 


s 10 


2072 


5. 


-NHCO- 


-NH- 


S 11 


2073 


5 


-NHCO- 


-NH- 


m 12 


2074 


5 


-NHCO- 


-NH- 


3-Py 
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2075 


5 


•NHCO- 


-NH- 


4-Py 


2076 


5 


-NHCO- 


■NMe- 


Ph 


2077 


5 


-NHCO- 


-NMe- 


2-Me-Ph 


2078 


5 


-NHCO- 


-NMe- 


4-Me-Ph 


2079 


5 


-NHCO- 


-NMe- 


2.4-diMe-Ph 


2080 


5 


-NHCO- 


-NMe- 


3,4-diMe.Ph 


2081 


5 


-NHCO- 


-NMe- 


2-(CF3)-Ph 


2082 


5 


-NHCO- 


-NMe- 


4-(CP3).Ph 


2083 


5 


-NHCO- 


-NMe- 


2-MeO-Ph 


20^4 


5 


-NHCO- 


-NMe- 


4-MeO-Ph 


2085 


5 


-NHCO- 


-NMe- 


2-EtO-Ph 


2086 


5 


-NHCO- 


-NMe- 


4.EtO-Ph 


2087 


5 


-NHCO- 


-NMe- 


2-HO-Ph 


2088 


5 


-NHCO- 


-NMe- 


4-HO-Ph 


2089 


5 


-NHCO- 


-NMe- 


2-(HOOC)-Ph 


2090 


5 


-NHCO- 


-NMe- 


4-(HOOC)-Ph 


2091 


5 


-NHCO- 


-NMe- 


2-(MeOOC)-Ph 


2092 


5 


-NHCO- 


-NMe- 


4-(MeOOC)-Ph 


2093 


5 


-NHCO- 


-NMe- 


2-(EtOOC)-Ph 


2094 


5 


-NHCO- 


-NMe- 


4-(EtOOC)-Ph 


2095 


5 


-NHCO- 


-NMe- 


2-(t-BuOOC)-Ph 


2096 


5 


-NHCO- 


-NMe- 


4-(t-BuOOC)-Ph 


2097 


5 


-NHCO- 


-NMe- 


2.C1-Ph 


2098 


5- 


-NHCO- 


-NMe- 


4-Cl-Ph 


2099 


5 


-NHCO- 


-NMe- 


2-Br-Ph 


2100 


5 


-NHCO- 


-NMe- 


4-Br-Ph 
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101 



2101 


5 


-NHCO- 


-NMe- 


2-I-Ph 


2102 


5 


-NHCO- 


-NMe- 


4-I-Ph 


2103 


5 


-NHCO- 


-NMe- 


2-N02-Ph 


2104 


5 


-NHCO- 


-NMe- 


4.N02-Ph 


2] 05 


5 


-NHCO- 


-NMe- 


2-NH2-Ph 


2106 


5 


-NHCO- 


-NMe- 


4-NH2-Ph 


2107 


5 


•NHCO- 


-NMe- 


2-(H03S)-Ph 


2108 


5 


-NHCO- 


-NMe- 


4.(H03S)-Ph 


2109 


5 


-NHCO- 


-NMe- 


2-(NH202S)-Ph 


2110 


5 


-NHCO- 


-NMe- 


4.(NH202S)-Ph 


2111 


5 


-NHCO- 


-NMe- 


2-CN-Ph 


2112 


5 


-NHCO- 


-NMe- 


4-CN-Ph 


2113 


5 


-NHCO- 


-NMe- 


2-(HOCH2)-Ph 


2114 


5 


-NHCO- 


-NMe- 


4-(HOCH2)-Ph 


2115 


5 


-NHCO- 


-NMe- 


Me 


2116 


5 


-NHCO- 


-NMe- 


Et 


2117 


5 


-NHCO- 


-NMe- 


Pr 


2118 


5 


-NHCO- 


-NMe- 


i-Pr 


2119 


5 


-NHCO- 


-NMe- 


Bu 


2120 


5 


-NHCO- 


-NMe- 


HOOCCHj. 


2121 


5 


-NHCO- 


-NMe- 


MeOOCCH2- 


2122 


5 


-NHCO- 


-NMe- 


Me-CH(COOH)- 


2123 


5 


•NHCO- 


-NMe- 


HOOC-(CH2)2- 


2124 


5. 


-NHCO- 


-NMe- 


Me-CH(COOMe)- 


2125 


5 


-NHCO- 


-NMe- 


1-HOOC-i-Bu 


2126 


5 


-NHCO- 


-NMe- 


1-MeOOC-i-Bu 
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2127 


5 


-NHCO- 


-NMe- 


1-HOOC-i-Pn 


2128 


5 


-NHCO- 


-NMe- 


1-MeOOC-i-Pn 


2129 


5 


-NHCO- 


-NMe- 


l-HOOC-2-Me-Bu 


2130 


5 


-NHCO- 


-NMe- 


l-MeOOC-2-Me-Bu 


2131 


5 


-NHCO- 


-NMe- 


CH2CH2SO3H 


2132 


6 


-NHCO- 


-NMe- 


OH 


2133 


5 


-NHCO- 


-NMe- 


MeO 


2134 


5 


-NHCO- 


-NMe- 


EtO 


2135 


5 


-NHCO- 


-NMe- 


PrO 


2136 


5 


-NHCO- 


-NMe- 


i-PrO 


2137 


5 


-NHCO- 


-NMe- 


BuO 


2138 


5 


•NHCO- 


-NMe- 


i-BuO 


2139 


5 


-NHCO- 


-NMe- 


s-BuO 


2140 


5 


-NHCO- 


-NMe- 


t-BuO 


2141 


5 


-NHCO- 


-NMe- 


HxO 


2142 


5 


-NHCO- 


-NMe- 


PhO 


2143 


5 


-NHCO- 


-NMe- 


BnO 


2144 


5 


-NHCO- 


-NMe- 


B 1 


2145 


5 


-NHCO- 


-NMe- 


g2 


2146 


5 


-NHCO- 


-NMe- 


B3 


2147 


5 


-NHCO- 


-NMe- 


m 4 


2148 


5 


-NHCO- 


-NMe- 


g 5 


2149 


5 


-NHCO- 


-NMe- 


ee 


2150 


5. 


-NHCO- 


-NMe- 


g7 


2151 


5 


-NHCO- 


-NMe- 


@8 


2152 


5 


-NHCO- 


-NMe- 


@9 
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2153 


5 


-NHCO- 


-NMe- 


m 10 


2154 


5 


-NHCO- 


-NMe- 


m. 11 


2155 


5 


-NHCO- 


-NMe- 


m 12 


2156 


5 


-NHCO- 


-NMe- 


3-Py 


2157 


5 


-NHCO- 


-NMe- 


4-Py 


2158 


5 


-NHCO- 


-NHNH- 


H 


2159 


6 


-NHCO- 


-NHNH- 


Me 


2160 


5 


-NHCO- 


-NHNH- 


Et 


2161 


5 


-NHCO- 


-NHNMe- 


Me 


211^2 


5 


-NHCO- 


-NHNMe- 


Et 


2163 


5 


-NHCO- 


-NHNMe- 


Pr 


2164 


5 


-NHCONHNHCO- 


-NH- 


H 


2165 


5 


-NHCONHNHCO- 


-NH- 


Ph 


2166 


5 


-NHCONHN'HCO- 


-NH- 


2-Me-Ph 


2167 


5 


-NHCONHNHCO- 


-NH- 


4-Me-Ph 


2168 


5 


-NHCONHNHCO- 


-NH- 


2,4-diMe-Ph 


2169 


5 


-NHCONHNHCO- 


-NH- 


3,4-diMe-Ph 


2170 


5 


-NHCONHNHCO- 


-NH- 


2-(CF3).Ph 


2171 


5 


-NHCONHNHCO- 


-NH- 


4-(CF3)-Ph 


2172 


5 


-NHCONHNHCO- 


-NH- 


2.MeO-Ph 


2173 


5 


-NHCONHNHCO- 


-NH- 


4-MeO-Ph 


2174 


5 


-NHCONHNHCO- 


-NH- 


2-EtO-Ph 


2175 


5 


-NHCONHNHCO- 


-NH- 


4.EtO-Ph 


2176 


5 . 


-NHCONHNHCO- 


-NH- 


2-HO-Ph 


2177 


5 


-NHCONHNHCO- 


-NH- 


4-HO-Ph 


2178 


5 


-NHCONHNHCO- 


-NH- 


2-(H00C)-Ph 
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2179 


5 


-NHCONHNHCO- 


-NH- 


4-(HOOC)-Ph 


2180 


5 


-NHCONHNHCO- 


-NH- 


2-(MeOOC)-Ph 


2181 


5 


-NHCONHNHCO- 


-NH- 


4-(MeOOC)-Ph 


2182 


5 


-NHCONHNHCO- 


-NH- 


2-(EtOOC)-Ph 


2183 


5 


-NHCONHNHCO- 


•NH- 


4-(EtOOC)-Ph 


2184 


5 


-NHCONHNHCO- 


-NH- 


2-(t.BuOOC)-Ph 


2185 


5 


-NHCONHNHCO- 


-NH- 


4-(t-BuOOC)-Ph 


2186 


5 


-NHCONHNHCO- 


-NH- 


2-Cl-Ph 


2187 


5 


-NHCONHNHCO- 


-NH- 


4-Cl-Ph 


2158 


5 


-NHCONHNHCO- 


-NH- 


2-Br-Ph 


2189 


5 


-NHCONHNHCO- 


-NH- 


4-Br-Ph 


2190 


5 


-NHCONHNHCO- 


-NH- 


2-I-Ph 


2191 


5 


-NHCONHNHCO- 


-NH- 


4-I-Ph 


2192 


5 


-NHCONHNHCO- 


-NH- 


2-N02-Ph 


2193 


5 


-NHCONHNHCO- 


-NH- 


4-N02-Ph 


2194 


5 


-NHCONHNHCO- 


-NH- 


2-NH2-Ph 


2195 


5 


-NHCONHNHCO- 


-NH- 


4-NH2-Ph 


2196 


5 


-NHCONHNHCO- 


-NH- 


2-(H03S)-Ph 


2197 


5 


-NHCONHNHCO- 


-NH- 


4-(H03S)-Ph 


2198 


5 


-NHCONHNHCO- 


-NH- 


2-(NH202S)-Ph 


2199 


5 


-NHCONHNHCO- 


-NH- 


4-(NH202S)-Ph 


2200 


5 


-NHCONHNHCO- 


-NH- 


2-CN-Ph 


2201 


5 


-NHCONHNHCO- 


-NH- 


4-CN-Ph 


2202 


5 


-NHCONHNHCO- 


-NH- 


2-(HOCH2)-Ph 


2203 


5 


-NHCONHNHCO- 


-NH- 


4.(HOCH2)-Ph 


2204 


5 


-NHCONHNHCO- 


-NH- 


Me 
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2205 


5 


-NHCONHNHCO- 


-NH- 


Et 


2206 


5 


-NHCONHNHCO- 


-NH- 


Pr 


2207 


5 


-NHCONHNHCO- 


-NH- 


i-Pr 


2208 


5 


-NHCONHNHCO- 


-NH- 


Bu 


2209 


5 


-NHCONHNHCO- 


-NH- 


HOOeCH2- 


2210 


5 


-NHCONHNHCO- 


-NH- 


MeOOCCH2- 


2211 


5 


-NHCONHNHCO- 


-NH- 


Me-CH<COOH)- 


2212 

* 


5 


-NHCONHNHCO- 


-NH- 


HOOC-(CH2)2- 


2213 


5 


-NHCONHNHCO- 


-NH- 


Me-CH(COOMe)- 


22. H 


5 


-NHCONHNHCO- 


-NH- 


1-HOOC-i-Bu 


2215 


5 


-NHCONHNHCO- 


-NH- 


1-MeOOC-i-Bu 


2216 


5 


-NHCONHNHCO- 


-NH- 


1-HOOC-i-Pn 


2217 


5 


-NHCONHNHCO- 


-NH- 


1-MeOOC-i-Pn 


2218 


5 


-NHCONHNHCO- 


•NH. 


l-HOOC-2-Me-Bw 


2219 


5 


-NHCONHNHCO- 


■NH- 


l.MeOOC-2-Me-Bu 


2220 


5 


-NHCONHNHCO- 


-NH- 


CH2CH2SO3H 


2221 


5 


-NHCONHNHCO- 


-NH- 


OH 


2222 


5 


-NHCONHNHCO- 


-NH- 


MeO 


2223 


5 


-NHCONHNHCO- 


-NH- 


EtO 


2224 


5 


-NHCONHNHCO- 


-NH- 


PrO 


2225 


5 


-NHCONHNHCO- 


-NH- 


i-PrO 


2226 


5 


-NHCONHNHCO- 


-NH- 


BuO 


2227 


5 


-NHCONHNHCO- 


-NH- 


i-BuO 


2228 


5. 


-NHCONHNHCO- 


-NH- 


s-BuO 


2229 


5 


-NHCONHNHCO- 


-NH- 


t-BuO 


2230 


5 


-NHCONHNHCO- 


-NH- 


HxO 
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2231 


5 


-NHCONHNHCO- 


-NH- 


PhO 


2232 


5 


-NHCONHNHCO- 


-NH- 


BnO 


2233 


5 


•NHCONHNHCO- 


-NH- 


a 1 


22.34 


5 


-NHCONHNHCO- 


-NH- 


Si2 


2235 


5 


-NHCONHNHCO- 


-NH- 




2236 


5 


-NHCONHNHCO- 


-NH- 


m 4 


2237 


5 


-NHCONHNHCO- 


-NH- 


B 5 


2238 


5 


-NHCONHNHCO- 


-NH- 


il6 


2239 


5 


-NHCONHNHCO- 


-NH- 


e 7 


22^0 


5 


i 

-NHCONHNHCO- 


-NH- 


ms 


2241 


5 


-NHCONHNHCO- 


-NH- 


es 


2242 


5 


-NHCONHNHCO- 


-NH- 


m 10 


2243 


5 


-NHCONHNHCO- 


-NH- 


m 11 


2244 


5 


-NHCONHNHCO- 


-NH- 


m 12 


2245 


5 


-NHCONHNHCO- 


-NH- 


3-Py 


224G 


5 


-NHCONHNHCO- 


-NH- 


4-Py 


2247 


5 


-NHCONHCO- 




H 


2248 


5 


-NHCONHCO- 




Ph 


2249 


5 


-NHCONHCO- 




2.Me.Ph 


2250 


5 


-NHCONHCO- 




4-Me-Ph 


2251 


5 


-NHCONHCO- 




2,4-diMe.Ph 


2252 


5 


-NHCONHCO- 




3,4-diMe-Ph . 


2253 


5 


-NHCONHCO- 




2-(CF3)-Ph 


2254 


5. 


-NHCONHCO- 




4.(CF3)-Ph 


2255 


5 


-NHCONHCO- 




2-MeO-Ph 


2256 


5 


-NHCONHCO- 




4-MeO-Ph 
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2257 


5 


-NHCONHCO- 




2-EtO-Ph 


2258 




-NIICONHCO- 




4-EtO-Ph 


2259 


5 


-NMCONHCO- 




2-HO-Ph 


2260 


5 


-NHCONHCO- 




4-HO-Ph 


2261 


5 


-NHCONHCO- 




2-(HOOC)-Ph 


2262 


5 


-NHCONHCO- 




4-(HOOC)-Ph 


2263 


5 


-NHCONHCO- 




2-(MeOOC)-Ph 


2264 


5 


-NHCONHCO- 




4-(MeOOC)-Ph 


2265 


5 


-NHCONHCO- 




2-(EtOOC)-Ph 


2^6 


5 


-NHCONHCO- 




4-(EtOOC)-Ph 


2267 


5 


-NHCONHCO- 




2-(t-BuOOC)-Ph 


2268 


5 


-NHCONHCO- 




4-(t-BuOOC)-Ph 


2269 


5 


-NHCONHCO- 




2-Cl-Ph 


2270 


5 


-NHCONHCO- 




4-Cl-Ph 


2271 


5 


-NHCONHCO- 




2.Br-Ph 


2272 


5 


-NHCONHCO- 




4-Br-Ph 


2273 


5 


-NHCONHCO- 




2-I-Ph 


2274 


5 


-NHCONHCO- 




4-I-Ph 


2275 


5 


-NHCONHCO- 




2-N02-Ph 


2276 


5 


-NHCONHCO- 




4-N02-Ph 


2277 


5 


• NHCONHCO- 




2-NH2-Ph 


2278 


5 


-NHCONHCO- 




4-NH2-Ph 


2279 


5 


-NHCONHCO- 




2-(H03S)-Ph 


2280 


5 


■NHCONHCO- 




4-(H03S)-Ph 


2281 


5 


-NHCONHCO- 




2-(NH2d2S)-Ph 


2282 


5 


-NHCONHCO- 




4-(NH202S)-Ph 
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2283 


5 


-NI-ICONHCO- 




2-CN-Ph 


2284 


5 


-NHCONHCO- 




4-CN-Ph 


2285 


5 


-NHCONHCO- 




2-(HOCH2)-Ph 


2286 


5 


-NHCONHCO- 




4-(HOCH2)-Ph 


2287 


5 


-NHCONHCO- 




Me 


2288 


5 


-NHCONHCO- 




Et 


2289 


5 


-NHCONHCO- 




Pr 


2290 


5 


-NHCONHCO- 




i-Pr 


2291 


5 


-NHCONHCO- 




Bu 


2292 


5 


-NHCONHCO- 




H00CCH2- 


2293 


5 


-NHCONHCO- 


mf^-a- 


MeOOCCH2- 


2294 


5 


-NHCONHCO- 




Me-CH(COOH)- 


2295 


5 


-NHCONHCO- 




HOOC-(CH2)2- 


2296 


5 


-NHCONHCO- 




Me-CH(COOMe)- 


2297 


5 


-NHCONHCO- 




1-HOOC-i-Bu 


2298 


5 


-NHCONHCO- 


mm-a- 


1-MeOOC-i-Bu 


2299 


5 


-NHCONHCO- 




1-HOOC-i-Pn 


2300 


5 


-NHCONHCO- 




1-MeOOC-i-Pn 


2301 


5 


-NHCONHCO- 


mm^ 


l-HOOC-2-Me-Bu 


2302 


5 


-NHCONHCO- 




l-MeOOC-2.Me-Bu 


2303 


5 


-NHGONHCO- 


mf^-a 


CH2CH2SO3H 


2304 


5 


-NHCONHCO- 


m^-a 


MeO 


2305 


5 


-NHCONHCO- 




EtO 


2306 


5. 


-NHCONHCO- 


mm-a 


PrO 


2307 


5 


-NHCONHCO- 




i-PrO 


2308 


5 


-NHCONHCO- 


mm-a 


BuO 
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2309 


5 


-NHCONHCO- 




i-BuO 


2310 


5 


-NHCONHCO- 




s-BuO 


2311 


5 


-NHCONHCO- 




t-BuO 


2312 


5 


-NHCONHCO- 




HxO 


2313 


5 


-NHCONHCO- 




PhO 


2314 


5 


■NHCONHCO- 




BnO 


2315 


5 


-NHCONHCO- 




e 1 


231 6 


5 


-NHCONHCO- 




wt 2 


2317 


5 


-NHCONHCO- 




m 3 


2318 


5 


-NHCONHCO- 




g4 


2319 


5 


-NHCONHCO- 


mm-a 


m 5 


2320 


5 


-NHCONHCO- 




86 


2321 


5 


-NHCONHCO- 


mma- 


m. 7 


2322 


5 


-NHCONHCO- 


w-B-a 


m» 


2323 


5 


-NHCONHCO- 




es 


2324 


5 


-NHCONHCO- 




s 10 


2325 


5 


-NHCONHCO- 




e 11 


2326 


5 


-NHCONHCO- 




g 12 


2327 


5 


-NHCONHCO- 


mma- 


3-Py 


2328 


5 


-NHCONHCO- 


^f^-a 


4-Py 


2329 


5 


-NHCONHSO2- 




H 


2330 


5 


-NHCONHSO2- 




Ph 


2331 


5 


-NHCONHSO2- 




2-Me-Ph 


2332 


5 


-.NHCONHSO2- 


mf^-a 


4-Me-Ph 


2333 


5 


-NHCONHSO2- 




2,4-diMe-Ph 


2334 


5 


-NHCONHSO2- 


mi^a- 


3.4-diMe.Ph 
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2335 


5 


-NHCONHSO2- 




2-(CF3)-Ph 


2336 


5 


-NHCONHSO2- 




4-(CF3)-Ph 


2337 


5 


-NHC0NHS02- 




2-MeO-Ph 


2338 


5 


-NHCONHSO2- 




4-MeO-Ph 


2339 


5 


-NHCONHSO2- 




2-EtO-Ph 


2340 


5 


-NHCONHSO2- 


mm-a- 


4-EtO-Ph 


2341 


5 


-NHCONHSO2- 




2-HO-Ph 


2342 


5 


.NHCONHS02- 




4-HO-Ph 


2343 


5 


-NHCONHSO2- 


mm^ 


2-(H00C)-Ph 


2344 


5 


-NHCONHSO2- 


mm^ 


4-(H00C)-Ph 


2345 


5 


-NHCONHSO2- 


m^-a- 


2-(MeOOC)-Ph 


2346 


5 


-NHCONHSOj- 




4-(MeOOC)-Ph 


2347 


5 


-NHCONHSO2- 


mt^-a- 


2-(EtOOC)-Ph 


2348 


5 


-NHCONHSO2- 


mm-a- 


4-(EtOOC)-Ph 


2349 


5 


-NHCONHSOj- 


mm-a- 


2-(t-BuOOC)-Ph 


2350 


5 


-NHCONHSOj- 




4-(t-BuOOC)-Ph 


2351 


5 


-lsrHC0NHS02- 




2-Cl-Ph 


2352 


5 


-NHCONHSO2- 




4-Cl-Ph 


2353 


5 


-NHCONHSO2- 




2-Br-Ph 


2354 


5 


-NHCONHSO2- 




4-Br-Ph 


2355 


5 


-NHCONHSO2- 




2-I.Ph 


2356 


5 


-NHCONHSO2- 




4-1 -Ph 


2357 


5 


-NHCONHSO2- 




2-N02-Ph 


2358 


5. 


-NHCONHSO2- 


mm-a- 


4-N02-Ph 


2359 


5 


-NHCONHSO2- 




2-NH2-Ph 


2360 


5 


-NHCONHSO2- 




4-NH2-Ph 
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2361 


5 


-NHCONHS02- 




2-(H03S)-Ph 


2302 


5 


-NHCONHSO2- 




4-(H03S)-Ph 


2363 


5 


•NHCONHSOj- 




2-(NH202S)-Ph 


2364 


5 


.NHCONHSO2- 


mm^ 


4-(NH202S)-Ph 


2365 


5 


-NHCONHSO2- 




2-CN.Ph 


2366 


5 


-NHCONHSO2- 




4-CN-Ph 


2367 


5 


-NHCONHSO2- 


mm^ 


2-(HOCH2)-Ph 


2368 


5 


-NHCONHSO2- 




4-(HOCH2)-Ph 


2369 


5 


-NHCONHSO2- 


mm^ 


Me 


2370 


5 


-NHCONHSO2- 




Et 


2371 


5 


-NHCONHSO2- 




Pr 


2372 


5 


.NHCONHSO2- 


mm^ 


i-Pr 


2373 


5 


-NHCONHSO2- 




Bu 


2374 


5 


-NHCONHSO2- 




HOOCCH2- 


2375 


5 


.NHCONHSO2- 




MeOOCCH2- 


2376 


5 


-NHCONHSO2- 




Me-CH(COOH)- 


2377 


5 


•NHCONHSO2- 




HOOC-(CH2)2- 


2378 


5 


-NHCONHSO2- 




Me-CH(COOMe)- 


2379 


6 


-NHCONHSOj- 




1-HOOC-i-Bu 


2380 


5 


-NHCONHSOj- 




1-MeOOC-i-Bu 


2381 


5 


•NHCONHSOj- 




1-HOOC-i-Pn 


2382 


5 


-NHCONHSO2- 




l-MeOOC-i-Pn 


2383 


5 


-NHCONHSO2- 




l-HOOC-2-Me-Bu 


2384 


5 


-NHCONHSO2- 




l-MeOOC-2-Me.Bu 


2385 


5 


-NHCONHSO2- 




CH2CH2SO3H 


2386 


5 


-NHCONHSO2- 




OH 
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2387 


5 


-NHCONHSO2- 




MeO 


2388 


5 


-NHCONHSO2- 




EtO 


2389 


5 


-NHCONHSO2- 




PrO 


2390 


5 


.NHCONHSO2- 




i-PrO 


2391 


5 


-NHCONHSO2- 




BuO 


2392 


5 


-NHCONHSO2- 




i-BuO 


2393 


5 


-NIICONHSO2- 




s-BuO 


2394 


5 


-NHCONHSO2- 




t-BuO 


2395 


5 


-NHCONHSO2- 




HxO 


2396 


5 


-NHCONHSO2- 




PhO 


2397 


5 


-NHCONHSO2- 


mm^ 


BnO 


2398 


5 


-NHCONHSO2- 




e 1 


2399 


5 


-NHCONHSO2- 


m^-a 


g2 


2400 


5 


-NHCONHSO2- 






2401 


5 


-NHCONHSO2- 




m 4 


2402 


5 


-NHCONHSO2- 




m 5 


2403 


5 


-NHCONHSO2- 




me 


2404 


5 


-NHCONHSO2- 




a 7 
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HJw^^Ji'fcik^'^t UTt*, -fk^#>#-§-4 6 75M7 liDit-Bm. -{b^#J#-^2 7 
1 75M2 8 ea^-it-B-m. fb^#J#-§-4 5 7 75315 3 9<0^k-^^, it'B'^^^7 3 3 

7b3i7 5 orofk-g-!^, 'ft:^<^#-^8 1 5. ■(k^<N^#-^8 2 o<Dit^m. it-Bi^m^ 

8 6 1 COit^i^. it'B'tiS^^ 1 1 3 4 75S 114 8 (Dit'k^. 122 A 

oy^t-B^. it-Bl^a^^- 1 2 5 8 75S 1 2 8 0 (Oit^m. -fli^'^#-^ 1 5 2 0 (D-fb-g- 
-fb-g-^I^S-^ 256675S2578 (D^t^l^. it^B^^-^ 2 6 5 7 (Dit^!^. it 
^l^m-^2 6 6 5(Oit^¥^. it^m^^2 6 6 7 (Dit-B<^. it'B^m-^2 6 6 9 <0 

JEJ;i»igjJe^b^'^i: UTtt. '(li^'^#-^4 6 75S5 0(D<li^#>. it-B^Wr^ 7 I 

(Oit-Bm. it^^m^2 7 Koit-B^o. ■fb:^#)#-§-4 9 6(Oit^(^. it-^mm^-s 

3 9(D'fk-a-#»\ 'fti-a'i^#-^7 3 3(o^^m. it^mm-^7 3 375^7 4 2<o\\:,^m. 

it^f^m^-s 1 SiDit-Bm. jt-Bi^^^-a 2 0(Dit'B^. it-Bi^^-^s 6 1 cD-fb-g- 

■fb-a-<^#-^ 1 1 3 5<Dit'B^. it^mm-^i 1 4 siDit^m. it^^^^i 2 
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2 4 (Dit-a-^^. it-^i^m-^ 1 2 5 8 (Dit^m. 1 2 6 0 cofii-a^ii^. -ffi-a- 

1 2 7 5 (Dit-^m. it^¥^^^- 1 2 7 6 (Di^^m. it^^l^iom^ 1 2 8 0 <Dit 
-fb-a-'^*-^ 1 9 6 3 (Dit-^i^. it-^l^m^ 1 9 9 3 <Dit^m. it-^!^^^ 2 
4 7 0, -fb-g-il^*-^ 2 5 2 0 (Dit-^^, '{t^^^-^ 2 5 6 7, it-^-^^-^ 2 6 5 7 

(oit^m. 2 6 6 5 (o-Tb-a-i^, it'B-m^^2 e e 7(o-^b^1fe»^ it-B-^m, 

-^2 6 6 9©<k^#)<lr^»f -5:1 t;OS-C# So 

#tCfir-ii/^^b-&^<!: LTfi. -ft-^#>#-^4 2(Di\:.^m. -fb^^^S-^ 2 7 1 cO-fb-a- 

•a-w-^ 739 (oit-B-m. -^b^^^#•^ 740 ti?^ 742 (oit-a-m. -fb-a-^^s-^ s 2 
o<Dit^^. fb-a-#)#-§-8 6 KDit-^m. it-^^m^^i 1 a sayit-^m. it-^m^ 

■^1 2 2 4 (Oit-^^, 1 2 5 8 (Dit-B-^. it-^^^^ 1 2 6 0 (Dit-^m. it-^-^^ 
#1 2 7 5 (Oit-^m. it-tmm^ 1 9 6 3 (Oit^m. it^mS^ 2 4 7 0. 'fb-a-'^ 
#■§-2 5 2 0 <D'fb'a-46»> 'fb-a-«^##2 5 6 7 (Djb-a-'^x 6 5 7 (D-fk-a- 

'fb-a-#j##2 6 6 5cD'fbB'<^> e e 7 (oit-a-m. it^m^-^2 e 

6 9 -fb-a-^ <^ ^ »f 5 i: i55 T t -5 o 

* t> /j; ^b ^ife t u X , 

• 1- (5, 7 -3- (2 - t Kn:SE^^yj:^yU) "J/ UT 
ab^i|^S#2 6 6 3), 

•[3- (5. 7 -i?pi>'U:!?;:7'h.-^7'^yu) ^ \f] mm^^^^ ab^<^##-7 
39). 

•3- (6, 8 -S^;^ /U:*:?' h;t:i'^ y -^vV-T ? / ) y' a '^JU (it-^i^ 

##4 7). S.t>' 

• N- (6, 8 -i?:AjU:i3^h^-^ ^ >^ ^ Ji-) p< ^ 5 K ab-a-«^#-# 
4 9 6). 
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[A&] 



HS-(CH2)n-^ 
(CH2), 



(CH2)k— A'-B'— H 



Step A1 



^ HS-(CH2)„-(^ 

(CH2)„ 



(CH2)k— A'-B^— 



(H) 



+ Y-R 
Oil) 



SH 



SH 



a1 {i, S&tB TAJ (D^^{CioV^X. -CO-O-^0«-N (r2) O- [S*:^'^ 
Bl.f*. -N (r5) -xI*-N (R«) N (r5) - [^'f'. R5iS^05R«tt> MIB 

^^^^^ :7/U:*-nai^ i^::^ywjJ;=:/U::^-df-i>'<o J; 5 -i^/ <SSiT-'V* >':^/W7}>v=i/i' 

Step A 1 -ft:^<^ (II) i:. -(k-a-^) (I I I) t^sr, ^m^. m.m<D 
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h y >'l''^ ; xK^UAT 5 K> N, N- f^yUTj^v'J^i^T 5 h% N, N - S/^;-? 5=-yWT-fe 
hT^Ks N-p« ^/U- 2 - fa y K>', N— 7« ^>'H:'d y i^y V, ^^-y-y 

en — 7^ /HI, T5KM-T?fc'3. Mlc:$fji{;i{±T-fe h v^b^tKa:?^^, n, 
N-i^y ^/WjJ^/UAT 5; N, N- v^y ^yUTir 5: K-C*>^„ 

;^®?7k^y ^t>AOJ;5'fcT>'U;(;y4kJS^^?k^4im : 7k3lHby^!>^> tK 

liLS« ; h y !>Ay -TY^) ^ h=3fi^ K> y h=¥xy K, ^ 

y»>Amb:^iyK> :* y t -t:^ K. y ^ i> h i 5 '^j^Tyu* 

»-{4s ]^^:* y A, T^mi^-r v y * y t -zf h^^^v-^th^. 
RiSi^Wtt, ^\^^mm.m. mm\^^^. BLm^my.\±mm^i^^m^^(omm\^z. 

2l^^1-T?fcSo 



[Bfe] 
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A;6S. m^W.^. -N (r2) CO-. -N (R?) SO2-, 
-ON {r2) CO-. -ON (Rh S O2 -, -N (R^) N (r3) CO-. 
-N (r2) N (r3) S02-. -N (r2) CON (r3) N ( R<) CO-. 
-N (Rh CON (r3) C0-X«-N (Rh CON (r3) S O2- [^4'. RK 

HS-(CH2)„Y + H-A^-B-R' » HS-(CH2)„Y 

(.V) (V) 

SH SH (l-b) 

B.. Rl. Y. k. mS.O'nli. ft&IB i: L. 

AitiSf^J!^^. -N (Ri) CO-. -N (Rh SO2-. -ON (Rh CO-. 
-ON (r2) SOj-. -N (Rh N (r3) CO-. 

-N (Ri) N (rJ) SO2-. -N (Rh CON (r3) N (R<) CO-, 

-N (Rh CON (r3) CO-3il±-N (r2) CON (r3) S O2- [iC;4». R*. 

Step Bi n. (IV) t. -fb^'^ (V) t^. ^jSEtfj^ 1£S<^#SE 

T(-. v^^;^-yu^^^*: (I-b) ^SfMit-T-SXa-Cfc 9 . afrgg S t e 

[Cfe] 

cfe«. H&iB-j8:^ (I) ic*3v>T. 

A>5^ -N (r2) CO-. -N (Rh SO2-. 
-CON (r2) N (Rh CO-. -CON (R^) CO-. 
-CON (Rh SO2-. -0-C0-. -ON (Rh CO-. 
-ON (r2) SO2-. -O-CON (Rh N (r3) CO-. 
-O-CON <r2) CO-. -O-CON (R^) SO2-. 
-CO-CON (Rh N (r3) CO-. -CO-CON (Rh CO-. 
-CO-CON (Rh SO2-. -N (Rh CO-CO-. 
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-N (r2) N (r3) CO-. -N (R2) N (R^) SOi-. 

-N (r2) con (r3) N (R<) CO-. -N (r2) CON (r3) CQ-Xn 
-N (r2) con (r3) SO2- [^"t". r2, r3&U«R<«> HfllS<bPEa^^ 

i-„] 

(CHa)^ ^ (9H2)m 

I (VII) I 

SH (VI) SH (l-c) 

dM*. -n (rJ) -CON (rJ) -ON (r2) 

-O-CON (r2) -N (R*) N (r3) -XJ±-N (r2) con (r3) - 

Eltt. — /VS. ;^>'l'/t;— /^SJSlttS- C O C O - 

Step C 1 tA. -ft-a-'^ (VI) ^, ^^«t', t£ScO#?iTlw, (V I 

I) -CT->'>'WbXtt^>'i'*-MlibTi^^:^-ywf|#fli: (I-c) ^SrS!l3ti--5Xig 

-'W. i^-Y VT'n fyu^n-v^yu, 7^ h 7 t K □ 7 7 ^^^^Sf^l^V. h=^e^^iJ' 
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h !i >'V-*M : 5: H\ N. N - ^/U^-xvW AT 5 H\ N. N - v?^ ^>'U-T "fe 

y T'o tVUT 5 h y ^ v?-r y tVl-oi^/WT 5 N-^^yU 

t^i^:^ □^=^ri>'>'UT 5 N - ^ ^>'W' b"^ y fc'yv'V, 4 - f d y i^y f y 

i^i^. t:*=i y 4- (N, N-i^;?« ^/wT 5 y ) fye^v, 2, (t-:?' 
<f-yw>: - 4 -pt ^yufy ^e-y y n, N-e^^ ^/ut^^ y N, N-t^ 

acf^/UT— y 1, 5 -i?T1f t*-^^' a [4. 3. 0] 5 -^'^ (DBN), 

1. 4 -i^ Tift* a [2. 2. 2] ^^-^J^i^V (DABCO), 1, S-i^Tif 
t*->i^D [5. 4. 0] 7 -^^^ (DBU) (DJ; 5 '^cC^^M^^^tf 

R*£;NF^tt, ^{dSf&M, Igif^^li^'^. Rt£:^li3?:i±^ffl$ix<5^iK<o«lSl:: 
ifti. El AS;{;/U7K-/uS&^-r'ft:^#) (v i i) i;S;^:$-^5#-a^lr{i, — 

(1) '::/ai^yW7f:x<.^ y yWiXT— h\ e;>:7 31 r^yw-^f: ^ y yuT K(?3 ^ 5 'fci^^^ 
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(2) 1, 3 - i^Z^i^ a-^^iy^\^:^ /\^yf^i^-{ ^ h\ 1, 2, - ^y-^ V -f \f iVfi J^ifs 
'y^%Y. 1 -^^f^/w-- 3 - (3 -■v'pt^ywT 5 y tvu) ti f\^-^^'y4 % Y^(0 

K^-tN-t KP=^:^:^i7i^:^W 5: h\ 1 - b Kn ^->^>'>/ by T N- 
t KP=¥iX- 5 -y yU'JJ^yw-:^^'- 2, Z-'yi) jvif^^'y-i 5 J: 5 >JcN- fc Ko 

(3) 2, 2' -v^fyv^/w ^y^Jvyy^Y. 2, 2' - 'y^y^/ ^/ ^) fV 
'y-^/v^r^ K(Dj; o ^i^^y^ ^^'7 r ^ YW^h Y U y zz. — /vii^::K'7 ^ v. h U i/^^yw 

(4) N, N' -i>>^if t^y^ -if^^—Y. i>- 2 -iz'V i^yi' * — jK-:^ 
— h<-S, S* -t*;?^ (i-^a^nyi — 1 H-T^ h7 /W- 5 i^^:*-;^; 

(5) N, N' -t*::^ (2 -3^:^ry- 3 -::i-dr-f-y y jjx ;^ :7 = y o 
7 Ko J: 9 /j; zf^ X ^ ^' - 5/ ^ P 7 -r : 

(6) N, N' i^^'-Y 5 ^:^/l':t-=^if N, N' —Z^y^^l--^^Y::t 
=¥lfl^— N, N' -t';^ (5 -y >'UjKyV'^>'- 2. 3 -^^;!&/Wd^=^-i>''i' ^ 
:i-driPu— 1, 1' -t*^ ('O-y h y y .'W :^=^r-t>-'U'— 1, 1' - 
\fy^ (6 -iJ^ a P'Oi/ h y y /u) 1, 1* i6 - h V 

(7) ff\'^i!r^y^y ^ymhTV''^-)j)^i!^iyfki>^'}-f^. 1,1'- {rr^T'^ij/v-g^ 

=-/V) v^e-^ y v^XT) J; 9 fi:T^/i/-fS)Vifsy^:x.y.^fVy^\%TVy'-^JVif>.y^T % 

(8) N-ni^^w- 5 -7 3ir^>'U-i' y:?f-^1^i/y e^A- 3 ' h<D J: 5 
fiil^-'&M.T A^-^/^- 5 -T y — yu-r y:*-=^-y-y y a- 3 • : 

( 9 ) i? - 2 - f y e^yw-^-fe W'— Y(r> <fc 5 a t y — yut^-ir k;^ ; 

(10) p h a^.^-if ^'^^./l/*;:::!/!^ h y T)/ y KO J; 5 /jjT y — >'U:^>'^Jj^ =■>'^' 
^ y T i/ y Kl® ; 

(11) 2-^ p>'W- 1 -pt^yt't'y a — ^-Y FcD<k 5 i^C 2 -/NP - 1 
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(12) 1,- 1' -:*-=^if y yuv'-l' 5 ^*y'->'L', N, N' -:tlJi^7fs=ijUi^4^yy 

(13) 3 -^^>'i'- 2 — o D -'^^^y^Ty y l> A 7>'U;^n7jf l^— hOj; 9 

(14) 3 ^yw-^vy^ry— /w— 2 --fen ^-O J: ''rfJ 3 - (Sigi T /I' — 
'<>'y^Ty — yl^- 2 --fe a >^ ; 

(1 5) >'^— /I'S^^DP^:^^^^— /}<y:!f;;=^:73i— h^;^-?^^^^ J; 5 'fc*:^ 

(16) n D y iXT^— h(D i 9 U^^n^ J :^.Ayiiic^A>'^ y i^T^ 

(19) N, N, N', N' -7^ h9;<^>'V'^' CI D/fiyV-^ * t^^l^Ai^' a y K(^<fc 5 
?iCN, N, N', N' -7" h 7(£i&,T>'l'=^r/W^oyy jjNyP-^ * a y Km : 

Sr^ff »®t;il±. JilB (i). (2). (7). (12) S.t>' (20) 
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J: 9 h y ; 7K>'UAT ? K, N, N - v^t^ ^^^Ji^^U-^T 5 H\ N, N-^/p« 
^^y^Tir hT 5 K. N-;^ '^^vW- 2-t'a ]} N - ;«« f'yu- 1:° d y i^^ 

^^yufc"^ y f'jv'v. 4 - y t° y f=jy>-, 4- (n, n- 

'^■/U'T 5: /) t'y-^^^, 2, e-i:^ {tert- Zf'f-Ji-) - 4 ^yUfc* y t^^-. 

=¥yyi^. N, N-i^^^yi^T-'j V, N, N-i^^^>ur= y ^-cz) i 9 ''jiW^Jii: 
4- (n, n- i;^^ ^>'ur 5 y) fy-i^v, 4 - fo y fy fdi 

y H\ T h ^^^/i-t^^-i^aV n y K<75J; 9 /Jj;^ 4 i^T ^ Aig^x 

'J^l^:/ — I S - =7 Q (O tii'^ ^ l^^ — 'TJ^^M. 3, 4-v^tKc3- 

2H-t'yK[l, 2-a] t-y $i^>'-2-a^>'<o<};5«^^^iS^f|J^Sr^^)P-rS 

So 

KfS^R^^nw. ©i^^tl-a^i^^ KfE^^^XIiis^ffl ^ttS^^^o^^lc 

• [Dfe] 

DjfeJi. B&ia-«J^ (I) {djSVNT. 

Ai)^, ij jV'yi^=.^V^^ -CON (r2) N (r3) CO-^ -CON (R^) CO-. 
-CON (r2) SO2-, -C0-0-. -CO-CON (r2) N (r3) CO-, 
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-CO-CON (r2) C0-X|-±-C0-C0N (r2) SOj- i^^, RXJ^ 

(CH2)k-d2-Y' (CH2)k-d2-e2-B-R' 
HS-(CH2)n-f H-e2-B-R^ ^^^"^ ^ HS-(CH2)„-f 

(CHzU (CHa)™ 

SH (Vltl) SH <'■<*) 

D2(i, :*>'U';if=./w^Xfi-CO-CO-^^b. 

E^ti, ^^m-T". -N (r2) N (r3) CO-, -N <r2). CO-XI* 

-N (r2) S02- L^^. RiRxj^Rh^. mmtrnMrn^TT-foi 
seep Pi tt, -fb^i^ (IX) sr, m.m<D^^T^^. it-^^ (v i 

II) 'Cri^yHtVXi^^^-J\^mm^ (I-a) 4r®!it-i-5X@t?fc«3, 8fIIES_ 
tep c i tci|SCTSl£:^tT^c<b{c:J:'9. i^^^ti-So 
4fc. x^^^-ywp^^*: ( I - d) {i, Tfa-«^^ (VIII*): 
(CH2)k— D^— OH 

HS-(CH2)n-f 

(CHg)^ 

Ih <v'"') 

-fb^it^ (IX) bt:. mm'p. m.m<o^tErjnt0w^r{^. titiu m^ms 
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J; ^ /jj- h y v-U^i ; 7)^yUixT 5; F\ N, N - ^yWTKyWAT $ N, N-i^p« 
=^/\^T±hT^Y\ N-.p< ^yw- 2 - b'D y k:/, N - ^ k° u y 7 --^=¥ 

^y'uf^ y i^i^, t'y^^^-. 4 - fa y i?y f y e/^', fc*=iyi^. 4- (n, n- 

i^pt^yVT5;y) eyv^^', 2, (tert-:?'^yW) - 4 - f y V, 

=¥yy>'. N, N- v^;^ ^/UT— y V, N, N-i^oi^/uT— y J: 9 i^^W^Jfi 

(N, N--:^;>«5^>'UT^ /) fc'yi^^', 4 - f P y t*y v'Vj*, fill 

■^'Oy- 1 8 - ^ ^ V- 6 (7)<J; 9 '^^^^ 7 ^ >-^— T'yUS. 3, 4 - t K n - 
2H-t°yK[l. 2-a] t-y ^i^:/-2-:*->'(Oj;5/^^lia^pj^^J^*q-t-5 

Rj!&i^rpU4s ^\:im.jtums mnit-a-m^ RfS'nmx\t^m^ti^^m<Dm^iz 

A*5. -N- (r2) CO- [^fJ. Riji. 7K^ll^<Sr^-t-] Tfc ♦) . 

Bf)^, -N (r8) -Xtt-N (R5) N (r6) - [iS^tt". R5S.TJ«R6tt, mmt 
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HS-(CH2)„-/ 
(CHa), 



(CH2)k— COOH 




(CH2)k— NCO 



(CHa), 



SH 



(X) 



SH 



(XI) 



^^P ^2 ^ HS-(CH2)„-j^ 



H O 
(CH2)k— IVI-C— B 



(l-e) 



Step Ei n. it^m (X) (0;«;/W7}?=^->'^W'S*^ ^Jfttt's mmco^tETX 
yi^T vfjgni^ -7^ (XI) STMig-rsxa-^^fc^o 

■f S t)0-Cfctt{*i|${cPS^J±/^VNd^ ^?ig{C(±, --<^^ifV. dr->l^:/0 
N-e^;>t -f-yUjlNyPAT 5 K. N, N - i/pt ^/UT-fe h T $ h% N-p«^yW— 2-t* 

h y ^ ^/u^/ ^i^T 'J h\ h y ^^^^v^ue^ y /ut k<7) J; 5 /ji h y T>'w=¥yu-> y ywr 
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y V. 4- (N. N-i^^ '^^■yi'T $ y) fy-:;':^. 2. e-e^ (tert-y^^u) - 

4 -p<5=-/Ut*y v?>'^ =¥/y>', N, N-i^;^ f^yUT— y N, N-i:/ac^yi/T 
Step E 2 ^ y ^/'TV^Jrc^T-yW (XI) it-^t^ (XII) t i: . 

i^oi^ l^Vti^y =i--yue^pi9^/Uji--7^yu<C> J: 5 ife^ — •T^/i'li ; T-fe h V> 

/U3if^yu>r h ^yi'-i' y f^/u-ir h -fyjlxDi^^ n^^i^y v<7) i p 
'^e-ir h : T-tr h— h y /i^. :/o h y /u. y ::^^d- h y /Ut^ i 5 = 

h y ; AM/l^i^T 5 K> N, N - ^yl^Tj^yV-AT 5 N, N - ^yWZ-fe 
hT^K. N-^ g^yu- 2 - fp y K>'^ N-^f'yufP y -;^y 
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Kftmn. ^izRjtum. mmt-^^^. ^jt^m:mxitmm:^n^mmcDmm\z 

fSi. .hSE-r y i^T (XI) <b , —flSt^ : H-D'- B -r1 {^tf,^ 

BiaO^'RlW. mtS.tmMm^^i.. D^J*. -N (R») N (R<) CO-. 

-N (r3) co-xi-i-ht (r3) S02- [^cf'. R^z^o'R^fi. numtmmm^ 

lCfcl«^T. A:65. -N (Rh CON (r3) n (R<) CO-. 

-N (r2) con (rS) C0-X«-N (Rh CON (r3) S O2- [SC^". R* 

JilB-r yi^TV®f:ii^7^/l' (XI) <b, -^^: H0R' (^tf, R'tt, ^fSi 

ie-«^5t (I) |r*3V^T^ A -N (r2) CO- {^^^ r2 *^J[^^^^ 
-To) -Cfc";. B;iJ^i^^-efc t) . R';65SOR^ (SCltf", r' fi. H&iH t Pl^^Sr^ 

Htr, ^IB— (I) |::*JVNT. rK R^ R<, R5^itJf/3^{iR6d57k^®^ 
tr^-rx^fjtili'^iigat. ^Y-R.» (YJi, ^Stl^jt^*r:^b. R«{±. rK rK 

^ [Ate] {^2^CrRf£:$-^SX»^ XliTyUn — n^:^iXyU;^;yUj!Ki^ 

J:^?. T$y, K^L< fi-r 5 KSOtK^I^^^, SR«(rgifei-5::i;6S-C 
^5, t). 0yx.li. mm [Efe] {rj;i9, 2jc|g|g(Z>i^^:i— 



[F&] 
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Ffe{4. miia-fls;^ (I) ^c:*3v^T, 

■Ai}K -0-C0-. -N (r2) CO-, -N (R^) CS-, 
-CON (r2) CO-, -CON (r2) CS-. -ON (r2) CO-, 
-O-CON (r2) CO-, -N (r2) N (r3) CO-XJi 

-N (r2) con (rJ) CO- [^t>, R^RTJ^R^tt, *frlB .t RMSr^-f-o] "C. 
*>•?, 

B/j^ ¥^-a-X(i-N (r5') - [5^:13, r5'{4, r5 (D^at-^Jft-STK^Jfitr^l-fD 
(CH2)k-D'-H 

(Y"2)m 

4h (VI) (XIII) 

O H 

(CH2)k-D'-C— Isl— E^-R'* 

HS-(CH2)„-f^ 

(CH2)„, 

e3iA, ^iK^3iCtt-N (r5*) - [^Ef, R5*{4ft(riEt^;tll«r^i-o] Sr^b, 
R''J4, Rlc;)^^Jc*5{t57K^JeA:J1~(DS^7i^-t-o 

Step F 1 {j:,^ y ^/T^'^-:i^:^-x>'U'^b< tt-T V ^:^iXT >-^^ T^/l' (X 
III) tit^m (VI) «t^.SJ!£^$ifCv^^;t~yl-^^#: (I-f) ^®ijg't-'5 

fSi, y-VT v®fe3i;^-7^^u^L< {±>(' y^:*-i>'T (x i i i) <dR 

Ji, : G = CN-r5 C^4>, G JiBiIlS <t ^ L- , RM*, 1- y p< 
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■7 3:.=.)Vy'=f-)V-y'^))V, i/ y 3l — fV y( y rf vi \^ jVy jv , y 3L:=.)Vi/^ V-yu yf )V 
<D r^^yyu^j Srffl^^■c> Sf&^fr 5 i: d J; 13 x (l-f) . 

(CH2)k-A-B-R' .(CH2)k-A-B-R' 
R«S-(CH2)n-f StepGl ^ hS~(CH2)„-Y 

Ah 

9 -t:^:^ y yu^^yK7)<l; 5 ^fe IJ^^ 3 fiOT y -/uS"Cgtft$ixfci£iBiTyu=*yu 

4 -^^yU'^Vi^yi'. 2, 4, 6 - h y ^yw^Vi^yw, 3, 4, 5 - h y 
5^yW^Vi?yV', A — :^ V^'y^ly 'J jv , 4 - h^->y ^iz^jUi^y x.=.jU;< 
2 — — h n^>--:;?yu, 4 — — h n -i^^yp, 4 — ^ a n ^ ^'i^yU, A—rfa^^l^ 
i^yu, 4 -i^T /'^^'t^yi-^ e-<D^yKD J; 9 /^{SigiTyi'^yu. iB;jgiTyu='dE^-;/. 
r^ha, y^a^y^ -i^TyS-CT y -yHSdSgJft^nfc 1 75M3ig<OT y -yUS-C 

:^^y/i', 'fyy^yvv'^ ^:^^y-r^^x tv-^p^yw, ^•^U'yyu, -ry^^uyyu, 

:ir {r ^ y yi /ir ^ /u^=l^i^^ v'i^v^j&y^sj? — y^^ 3 — j>« g=-y^/ =.yv:*yi'7)? = 

yU. 8 — 5^yuy — yl-';<//WA}<=.yU', 3 — m^yU:^ 9^yU;)& yU^J^ - yU-^ 3. 7 _ 
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•fi jVif^=.A', \ — =f^yf^i)A^if>'=^f^^ \ A — :^=i-/\^^ly''^^'y}V-)nv 
jK— y'U. 13, 1 3 f^-'i^T^ > 7x'>>'^;&>'i'^— >'i's '^:7'^7=f->'/u:*/V'zK=y>^. 

^=f^yf^-fn^if^=->^. J -t^^y^v^ }Vi:^=:./v^ T ^iyf\^-f3 i^if^=^>\^. •r^'t-i^'y 
j\y->^=-)\'<r) ^O^iiT J -< ^ ti a T±i-^l^, r^' a a T -fe hV 

T y yl^j^/WTlf^yW, T'n t'':*-D-l'>'^^ p«^;^'yo-^'/^^ ^^Phy-l'>'V^ y ^ f h 
J^)^. (E) - 2 -p« 2 -C-'KD J; ^ /^^l^l&^Tyv^^/wj^yVjK^/w 

JteT -y ->'V:^;/i'xK^>'US, 2 -T/D^^^^y^yu, 4 - ^ tx u^iy^/ ^ /^(O i. ^ 
y^xn yyitT V 2, 4, 6 - h y p< ^/i"^ yu. 

i^T/i'="=?f v^-fbT y ->'i':*-'U7K— y^S, 4 h D^:^i/^ yu, 2— — hp^i^y 
-CvKiC) J; 9 h DfkT y -yUj^/i'Tjf^/uS, 2- h^^iX;)?;^!^^}?^/^) '<^:/ 

^e/':*yUAjf— /u. 31 hdE^$^;«>yU7}?=.yw, 7K=5f- /V'^K^-'V', h:^^-^;^?^^:^?^^ 
yV'. s - >^ h ^i>':^>'W/}?=iyi', tert-zf h^-y^ -< V V ^ ^y t) jvi^ =^ 
/K^ J: 9 5telS^TyU=' ^^y;*/^?^ — yl-S. 2, 2, 2 - h y ^ o ooi ^drv/;^;/^;J? 
— yw. 2 - h y >t5^yuiyy h ds-i/;«?yU/}?c:iyV'C) j; 5 Jfe p '5^ {4 h y 

nyW, 4 h a^V'::^yW'3t-:^t^->;*yUJi?— yKD<t 5 /jr, 1 TIjM 2 ■(@cc>iB;igJT>'W=' =^r- 
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5-t^5-c#5o $T-Jliifi. rr^^u^s^^wSj. rjii)iBli^Ts^yuSj> r^^j^r^^^w. 

Step G 1 -ib-a-^ (XIV) (DR^S^tN'RliSSrl^^b-C, sjc^gl^c^i^ 
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MJ-*fii{::tts mmm-r^^'Os ^ir^^JItcJi. J^^-e&So 

^lii^i < V 7k ; ;>< iJ' y ^ -yw^ n -jv<n>i: o far }\^^ — 

(c) Ra;SiL>^Rl>X>S. — 3^^r/j;oT¥^S-a•^ff^fi5cLTV^S^-a', SlS^fi. 'fb-a-'^ (X 
#;c:lS:ttt/j;< , fisixiHf. ^vifi^. h/u^i^, J; 5 

9 /jtTK^-fkJi^iJ'^Tyw.;^; y tfeJl ; TK^-fbTvus: y A, 7K^'fb 
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K^^nm%. ijcfxfs^ra^. i^^^-fb^^^. ^s^svm^\±'^m^^^mm(n>wm\z. 

XAD-11 (D — 3. • T K • :^%ti^)s ^-r ir-rp*-:/H P- 2 0 (H^-fh 



V/O 00/20385 
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tfj:^. T^ymm-i^ [TIS-^^ (I-h)] li, Tffi TH&J {CLfc^SoT! 
[H&] 

.(CH2)k— OH °. 

(XVI) 



(CHa), 




(CHz)^ 

Lb (XVIII) 



sr" pcvii) ^'^ 

.(CH2)k-NH2 

StepH3 HS-(CH2)n-Y 

(CHa)^ 

Step HI {A-fb-g-ife (XV) t >'^J'/W-i' 5 K (XVI) t<^)t}EERf£:^fT5 
WCSL »* 1 . 1 ' - {TV'yiJ A^if.=^/\^) f-s y ^(^ J; 5 >i T y >'WjK=./w^ 
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*)i^{^#^c:PS^{t/.^^^/J^ ^Tiitwli, hyw^^. dp uvc^.t 5 

i^ffieoi^/w., B^ffi!:7'PtVu, mm.-^'^^^. ^mi^^'^/^(Di: of£^:^7^Ji-m -^^ 
=f-/vaL — =r)V, S^-r y :rp fcVWJc-T^yw, -t^ h 9 t Kp 9 V> v':^-^f->'. 

p< ^/^xK/UAT ^ H\ N, N- ^yU-T-fe hT 5: K. N - ^ ^yw- 2 - f o y K 
2i^^-C&5„ 

Step H 2 tt. ^iSE^t?, :7i5'/w-i' $ Kfl^#: (XVI I) »J:n-:/^/UT 
$ VXI4fc K7i^i^*KP&$-^-5::t»cJ:»3, T$y^^(*: (XVI I I) SrSlig 
-f-^XS-Cfo (5 . «»ixti, P« / — /l^*. :7^yl/xf' ^ (XVII) hn- 

Step H 3 tt. R''SSt>^Rl>S^^.^bTi?^:^— yW^^ftc (I-h) 
it-tSXm-Cfo 0 . mlia s t e p G 1 t;:mi:>TSJ?s»^o r J: t). ^fig^-i^r 

So 

Mtc:, ro&j Jz:*3ft5m5SI^<s|.-cfe5{k^ife (x i v) ■^*p<0'fb^«^-c?fc 



# 
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MRu^it^i^w (mi.it&^mi^<Di: ^fm^^sm. m^mw. 

dult respiratory distress syndrome ), )lfi^fli> "S}S^ ^WXfS^J^^^-^> 

ffifiia^, favism co<t ^j&^fe^m^ : 'Si^^. ip^ffe. &.m^. V^-^^(0^^ 
mm(D^ of^mmxnmi^^^iKmi^iMi^xm^xh^o 
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y<=7=r-v. mmtmrn. ^^p-fe>') ic<t s-f #3ic{4fi^JS{ict5 4' 

m\:^^m^J:m.Wt\^X\-i:. mx.\£. Vjx-^'^^^ly. v^pf /U;^; -yu, V^-fJ 

m. '^^i^'^i^h^^n^m) <oiioti:^mih<Dmmz.mmimmh\^x\-i.. m^^. 

IEn fifeAiq^lSfflmm^^ (adult respiratory distress syndrome )^ W^IIi. "ffi 

-fbS^D^ffi^^^^qi^lJ-f L-Ctt, 0iJ;t«r, U y h (B B- 2 5 1 6), 

AG 3 3 4 0^;iS*q^>nxi3 0 ; )^^?Rte:W^Jti;Ismt U-Ctix #iJx.Hf. cnXu;;^ 
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oiij ;^D7}?ai^>'5Si^J^;JS^3]t,nTi3i9 ; Ifi^iJ, J^i»|*^. 5^f1e (exercise), 

!K?^^^|J. ^mA. ^^^k f^%mfii}£<omm^^ 
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-So 

;iixf5(D^0ftS4-ffliiafife^o*a!:3^{4, TPSflfitbrt*, 0. 001% (^fistrtt 
0. 01%) -T?, ±PIffl[tb-Cli. 10% (»jg{r|±5%) -T?, ^y^ir— A^m^W- 
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0, 300, 400J5.t)^600,;i; — Jj^!7 5/^';^1000^ 1 500, 4000, 

6 0^ 0>!S5liI>* 1 0 0 0 0 , p - t Ko ^^i^^S^Sfpf ^/I's p - t K a v'^S^ 
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Hfefc"?. rmtLXO. Img (^*L<(ilmg). ±mt\.X. 1 0 0 0 0 
mg (»^L< tt5 0 0 Omg) 1 li] S ;t lil^lMI 5> ft X , mm^ft CX^-^-t 

0. Olmg m^LKitO. 1 m g ). ±|5R<t LT> SOOOmg (if* L < {i 
2 0 0 Omg) 1 |El*fcli^lHl»j:5><tT. iK*t{rfSi:-cS-^-t-S;i t ASM* Lv>o 
Bgf::^^C^-^-i-5#-g'tcli, ^A»c*r LT l 0 ^fc «!) , TIStLTO. 0 0 1 m g 
(^F*L<{iO. 0 1 m g ), _hPB<b LT. 5 0 0 m g 4 L < (± 2 O O m g ) 

[ 58 ^ ^ ^ Jfe -t- -5 ^ ft <^ «fc ^ <0 31^ ^ ] 

immm i ] 

1- (5. 7 -i^yi /v-^zf h^-:f^^i^) - 3- ( 2 - t: Kp '^v'Ji^^yt^) » t-T 
(0iJn^'fb^^S^2 6 6 3) 

{3 - [4- (1. 2-vf^^9>-3--r>'W) IT'^/U] K) i^ge^^^/W 

5 0 Omg (OSStKt^ H^tKD^^VlOml <D^lS{r, TKsg^k/i^ h U ^> A 

1 9 3mg^^T^«S7l<^:5'>'- >'^ 0 .. 4 9 g Sr^KJ^T-^JP ^SaT 5I^F^^l«?Ufc„ 

I9g^^^^yw^@^-f-^i:. jgl!^ 3 5 - 3 8 "C^^-fS Sfe^S^© i 6<J-fb^^ 
0. 2 5 g i5S#^HfCo 

[^ig0iJ2] 

[3- (5-.- 7 --;^.;;</i^:;i;:7" h^^^yu) » u-^ K1 B^^^tf^yw (0»J^'fk;^<|^# 

#7 3 9) 

{3- [4- (1, 2 -i/^:^^:^- 3 --Y>'U) 7*^>'L'] U-f K) ilF^ 7< 
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. 5 0 0 m g o:>i\it7KT- h7tKp:77:^iOml (omi^iZs Tk^itTi^^y^-t h y ^ A 

1 2 9 m g22lt/M7K^ / -^1-3 2 7 m g i^^JDX., ^^ST' 5 BtFnUt J*^ b fco KfE^^S 
9^JETt?^iESrM^b. 2 N - t&Sf-CEf^pm, B*^^9^^i--eWttl b 

n -^dE--9->= 3 :1, 1:0) {iMi't. R f = 0. 2 9 ;«;y>V'^®:^ D 

-a-ii^o. 1 1 gdq#bn:^c„ 

7 ) 

3- [5- (1. 2 -i^^sh^ 3 --fyU) ^^'cJ' y 'f'yUT $ 71 t*;^V 
®e;^f^>'l-5 0 0 m g<;5*tt7K7" h7tKP:77:^10ml <^^fS{w. Tk^-fk^l^ 
h y '^.i. 1 2 9 m gStJ^fttTK;^ ^5' / -^1^3 2 7 m g SrTKi^T-C^JDX.. ^M-CS^FbI 

if'y'y ^ - (r-fe b= by : 7Kf= 3:17. 1:3. 3:7, 2:3) lc:#b:fc„ 

3fe-t- Rf=0. 5 7 {'y^)-^^jvmm^ 'o-^V^'yy >{— -."m^^^J^) ^ 
^■t-«^ltfeJte*^<Q Sfl^J^k-a^^l 3 5 1 m g *qf e,tbfco 

[llJfefiSJ 4 ] 

N- (6. -S-i^ptyu^T^h^jl-^ij^y^yu^) » :/>^yud^ ^ K 
##4 9 6) 

N- [5- (1, 2 - v^9=-:*-7 V- 3 --fyu-) ^^-^^ y yL'] ^ ^ :/7' 
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$ K 5 0 0 m g (Dm7\^y' h9t Kn:79>'i0ml (Dl^m^^. 7\(-mit^ '> h V 
!J7A1 0 2m gZfcI>*M7k^ iJ' y -^H 7 3mg <S:7fc;^Tt?APX.. ^Mt?2a#^jt# 

■B-¥^0. 5 3 g ;6St#bnfCo 

[#3t0y 1 ] 

N- r4- (1. 2-i^^:^7>-3 — r>»^) T'^^/^W] -N' - 

DL-a-yjK^l. 0 0 g. <ffi7K h>'V'^V2 Om K h U a^^/WT 5 V 0 . 7 
4m-K i^7 3i=.yuy :^^Ti^ K 1 . 1 5 m 1, RV^ 2 - t Ko^^f 1 -oi^^u 
T5^^0. 2 9ml^fflV^, ^lfe0ij 4 6 {^i^ C TR^E; o feo RJ^;:iS^#» <fc 9 

m^^i^V ■f}ff)\'^'7J^i' D-^ - mfk^^'f-i^ : ^9 J -/U= 3 9:1, 

Sk<^5 0 - 6 5'lCS:^i-5llfeiteS<D@6<3-ft'a'#)3 5 2 m g dS# e>tl,:feio 

[#%«^>J 2 ] 

3- [4- (1. 2 V- 3 -^yu) y^/v] » KB^@?pt^>>u 
D L - a - y aK®?5 0 Om g(7)il;4c h/Umi^ i 0 m 1 (D^^tr, h U ai^/UT ? 
i^O. 7 3 ml, i^7 3:=i/uy r/gSTi^KO. 5 6mlSr*PX., SO'Cffil&Tl^ 

-:^;>t^/U7f:yU'AT 5 K l Om 1 JElr Jik^nTT L - 'J ^^^yU^n 

*il®?«^3 0 1 m g ^APx.. ^tfit? iflfFB^^^^L/co -^Mfa-ciiicgbfcm, ^^s;^ 
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*gf*L. mm^i^^J ^^)Vtl=7 J^^ u-7 V-ffyy-i - (S^^^^^^^ : n -'-^^l^ 
^=2 : 1-*1 : 0) m^'^^Wiiy "a-^ Y ^=7-7 ^ - (T 

ir h::i h y : ZK= 3 : 1 7 -* 3 : 7 -* 3 : 2) trf^Ufe„ # e>ixfc^8I^K i >9 T 

;<^-=¥1^:/{c:^«iPL•Ac:m. i: , 6 2 - 6 4 "C^Wt-SiSJ^IIfer ^yi^ 

■y 7 ^(Dsmt-B^^a 3 3 6 m g i)^^(bt\>it^ 

[##0a3] 

[5- (1. 2-':^^;^7v-3->r>>w) ^^j^y>r^v^T$/] §^@^>t^zw 

DL — a-y xKSfS 0 O m g CO^EtIcN, N - 5^yU'7jNyU-6.T 5 K 1 0 m 1 

tji. N, N' -;&zi'/}?-/i'-:^'r 5: a^y->'i'4 2 2mg ^»D;t^}a-e2Npfflit#bfe„ 

^^J^3 0 1 m g ^SP*. MfiT' 1 B^Bami^ LfCo 2 BP«1^m-C«Cg:Lfc^. 

n-'v^-^^V=3 : : 0) Jcf+U. 3^:V^•C^ iS»lf 7 A :^ D h ^7 

:7-f - (Tir h-byyU:;^<=l : 4 — 3 : 7-*l.: 1) {Cf+L. ^IW^J; 9 T-t 

•9-i^\zmmi.t:itk. m^m.m't^t. Rfii6=o. 2 6 a^v i^^^i^mm^ ^-^ h 

^7 7^— : B^S^oi^yU : n .dri^i^=3 : 1) S: W^f- 5 MfeJft :|^<^ B 6<J-fb^«^ 

3 2 Omgi5S#5,tbfCo 

N- rs- (1. 2 3 --^ /I') V;^/^;^: >-T 
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(a) Ti^mit-r h V '> (5 5%. $um'P) O. 8 8 g ^^=^ri^:/l?}5fe?^U^ 
^m-C^;^^ ^/I'JN/I'AT 5 K 2 0 m 1 ^^U^^ ^ >'^>'l-!^:>r 5 K 1. 9 6g^ 

apx., 3^$r«1ffi^^^fe*asLf::m^ ^m-c-^^*gufc i^it^m (a))„ rtut 

«SiJfr, 2 Om 1 (0-:^p«f"/U3t;yUixT 5 Kt;iD, L - a - U 2. 0 6 g Sr^ 

fl?L. Ml-s 7K?nTt?, N, N' -:i}/\y7i^=./ui^^ Z l. 6 3g?r*P;t, 

^©T— T^ftfeitbfco ^(OSf&»$Sr^M-C±tBKf£:?^ (A) irj^TL. 7 mmmW 

^^JD^Tp H<Sr 5triS3g}ibfe^, B^^^^/wt?li&Wbfe„ Jfilil^^^iafP^^iSTk-C 3 

1. 1 : 0) jr-H-UTrnM-r-S gk^8 T'CTI/SS S'C^lr^i-SBW^b-^^J 0. 

1 2 g i)mhnt:io 

(b) «ft7KN, N- v'p? ^/WjJ^/UAT 5 K 5 0 0ml(c:. D, L - a - U 

2 5. Og$r^ft?L. tK/^T-C. N, N' -:*>'W/Jf xi/Wi^^ * ^i/— 2 1. 
5 7g^&ADx., ^fi1?2NFrBl3 O^^^mi^^Lfco tKJ^TT?, p< 

5 K 12. 6 5 g , S.tJ«7k^^b-:>- h 'J ( 5 5 % , SSfft tf") 

5. SOgSrJOX.. m®-e4l^^«i#U. MI-> Mt?-^)!*®Lfc, 

= 1:1. 2:1. 3:1) l^xmmi- ^ t . iHl^ 8 5^75M8 8t:^:#t-5 

Bmt-a-m 19. 8 5g;os#btbfco 
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mi&m2(Dm^m sg.fii^ s 9 5 g*3ci:T>* h e^^D^'i/v^^^'v 100 
mmm 2 . mum 

^mm2(D{t^<^ 5g,¥L:^ 8 6 5 g*J J:i;«fB:gifeSt Ko=^c^'>>^D f yi'-fe 
yi/n — 1 0 O g ^^a-a- 1 0%b Kd=^->:?'d tVHr>'i'a— ;^7K^;SS 
3 0 0 g SrAnx.-C|fe-^i--5o w^^^^f Lmbit^a^fflV>-CitmL^ ft*S|-r^i:S 

^siifiaj 3 (O^k^^i 5g.?L*l ii5g. v^=^u=iiyy^>'-:ri^ 5 8g*5J: 

/Hdl 8 Omg-ro3ttti-Si:;<;>^-iryU^pjiS#f>nSo 

%mmA:(Dit^^ 5g, ¥L«S 9 0g. Y ^^X2 ^izyy^iyzfiy 3 4g, 
-lr/up~;3^ 2 0 g*iJ;tJ«;^-rT y vS^-^t/^^^i^e' A i g $r u V ^ — "Cia-a- b 

mmm4(D{t'^im 0. 2 g 

y ^^^z:-:^ mj-^a o.7i6g 
yv^— 0. 7 2 8 g 

^it-r YD '>M. 0.400g 
p - t Kn drv/^S^^^ 0. 0 2 6 g 

p - t Kd =¥^/^S#®f:?'D hVW 0. 0 14g 

^ ft . . 1 0 0 m 1 

pH7. 0 i: vxmm{z.^y) Mmmt:mmir^, 
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mmmAcoit^i^ o . 2 g 



0 >m~-}- hy^A o.7i6g 

U >m—^- h 0 'yj^ 0.72 8g 

mt-)- hV 0.400g 

p - t Ko=^r>'^S§^P<^^^ 0. 0 2 6 g 

p - t K D =¥ '>^S#ig:7'a tVU 0 . 0 1 4 g 

mmmmyH mm 




fi- 10 0ml 



pH7. 0 ,b b-C^rfeJ^ct •9,^ni?^^lrPIS!{-r-5. 

(a) Tfc^^cSSW^* 

^ 9 U-C#e>iT.fe^tb^tt<07kS^*:S:, 6 ^ 3^Jly1lB.m^m^l^— h (FALCO 
N) 3m 1 <DTI5Jtll*«(C:Jtb. ^SlUfc. ^fH*. 5% ZlgJ'ft:^!^ 

2l^|ffl*5:i/jJofco 

( 2 0 M g/m 1 ) tr-^W-t'-Sp'-T^-f rJ'-i'' 199 (Medium 199,^ 

'ic*?, ^^ufc7jcrB«ci*x ^®i»-e^$ns*-t?. mf^\.x^^\^tio 

1^ (10. 00 Og. 2 0^rfl) (C:#tbT. m^n/cJ:?S^^^^x^t b/Co 1 
mM ^'(k;M^^>'U^5=-:sf-V (GSSG) St/lOO/xM N A D P H ^^W-f* 5 U 
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<^OD340nni:^JC£^i|i^TmcOOD340nB,C^M (AODaiOna,) ^ G RiS^(Dmm t \^t:Lo 

mimm2. ( 1 ) 

i!i^h7k^pii^mtiii.it„ mm^mt7i^M>Pi^^. ^mt-^^^s^ (o. osmg/mn 

RXJ^5mMmeStit7kmt:'^^-t^;^y'^ 199 (Medium 1 9 9 , =^?7^ 

lE^lg^r^ (Medium 199, ^^^^^tt®!) X\i 5 mMmmitTi^m ^^^ir 
^^^-T 199 (Medium 199, ^zf^^^U) 4', 3 yCX*. 2 4 1^ 

^^giJ3. ^^P^nnm (2) 

iJfecsyBL/e-v'J/;^ (flcfi : 2 0 g) ^^miTo. 5«^{c:^(ts ^K^^ix, 
Affi^, Ba¥, Cl^. D^. E8¥<>:UfCo 

i-^-CO-^[>>^tr, 2 0 Omg/k g(0/3--t-7 h7 7J}?i^SrlglKl*3S:-^L. 
<07 2I^W^^ 5tO«7 ei^Wmtz:. 4 5 Omg/k g(??T-fe hT$ y :73^>'tr)IIJiS 

0ij4<D'(t:-a''^* 1 0 omg/k gjiiii^rts-^u, r>m(o-^ nmmA(Di\^ 
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m^(omM(D^:^^. r++j, r + j, r±j s.tj? r-j tb-cl?ffiL, ^H^tv^ 









Am 




31.5 


Bm 


50mg/kg. mi^P^ik^ 


25 


cm 


lOOmg/kg. /gl^rttft-^ 


24.5 


r>m 


50mg/kg, ^P^-^ 


24.5 


Km 


lOOmg/kg. 


21.5 



— :^h<D:^m [W.B.Rathburn et al., Invest.Ophthalraol. Vis.I Sci., 37. 923-9 
29 M ( 1 9 9 6 ^^F)] {-JP l^-ClfiiBii-S r. t 'b -C# 
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m ^ <o m m 

(CH2)k-A-B-R^ 

HS-(CH2)„-f 

(CH2)m 

1 

k {iOXJi 1 TSM 1 2<7>Mi&<l:^L. 

A{±. ¥^-a-s ^^J^^^. 3t{l-N (r2) CO-. 

-N (R2) CS-. -N (R2) SO2-, -CON (R^) N (r3) CO-. 
-CON (r2) CO-, -CON (Rh CS-> -CON (R^) SOi-^ 
-0-C0-, -ON (R2) CO.-, -ON (R*) SO^-, 
-O-CON (r2) N (Rh CO-, -O-CON (R*) CO-, 
-O-CON iRh SO2-, — CO-O — , -CO-CO-, 
-CO-CON (r2) N (r3) CO-, -CO-CON (r2) CO-, 
-CO-CON (r2) SO2-, -N (r2) 0-, -N (r2) COCO-, 
-N (R2) N (r3) CO-, -N (r2) N (r3) S O2-, 
-N (r2) con (Rh N (R<) CO-, -N (R^) CON (r3) CO-, 
-N (Ri) CON (r3) SO2-, ^U<I4, 

-N (r2) CON (rJ) SOjN (R*) CO- C^tf, R^ R^S-U^R^Ji, 1^— 
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Btt, XI4-N (r5) ^L<Ji-N (R«) N (r5) - [^f, 

R5&U?R6f±^ P)-^L< tt^/iro-C. 1 1 2l@Sr^-r^r . 

JEtC> AdS. -N (r2) CO-. -N (Ri) CS-, 
-CON (R^) N (r3) CO-. -CON (r2) CO-. 
-CON (R*) CS-. -0-C0-. -ON (R^) CO-. 
-O^CON (r2) N (r3) CO-. -O-CON (R^) CO-. 
-CO- CON (r2) N (r3) CO-. -CO -CON (r2) CO-. 
-N (r2) N (r3) CO-. -N (r2) CON (r3) N (R<) CO-. Xtt 
-N (r2) CON (r3) CO- [^f. R^. R^^ZJ^R^ti. ftftia t (l^M<^^-ro] 
•Cfc*). BdS. **S^-C&S^^. Rl tt. Haiao^^M;tT. SOR^ (^f . 

A*S. -CON (R2) SOj-. -ON (R*) SO2-. 
-O-CON <r2) SO2-. -CO-CO-. -CO-CON (R^) SO2-. 
-N (r2) COCO-. -N (r2) N (r3) SO2-. 

-N (r2) con (R3) SO2- C^^". R^^tU5R.3f±. ftftiai: IHit^Sr^-r,] 
t^fet). B;JS¥i!^^-^fc5*&^. Mt^ic. AiiS. mMW.^. -CO-O-X 

J4-N (r2)' 0--Cj5»J < . B;5S-N (r5) - [^tf. r6 14. StflBtl^it 

^^^-To] TfeS^^. rU4. ^IB<D:t^lJ:Ap;tT. 7KBfeSXI4SOR' (^4>. 
R^»4. B{llS<t|SlSaSr:^i-o) -Cfoo-C'bctV^o 
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Ads, -co-o-x«-N (r2) o- [^'t'. R^{*, ^lat i^lca<Sr^i-o] 

2. l&5f^<o«iSffl^lJStc:33V>-r, -flX^ (I) TIB-liX^ (I*): 



S SH 



(CH2)k-A-B-R' 



HS 



3. m^(Dmmmi^xnm2m^is^,^x. 
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4. IfjRoOjBiam lilX{im2 Jll':fo'V^T. 
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« 

1 0. f»5|tco©IS^ 1^7!;iEm9^I7&^?,^«il^^^5V^-ftu;^^^l JS(r*3V>T, 
Ad^ Xti^-CON (r2) SO2-. -N (r2) CO-. 

-N (r2) CS-, -CON (r2) CO-, -N (r2) COCO-^b<J4 
-N '.(r2) SO2- L^'P. R^^i^ tK^IS^, 1 TSiii 2<®OT^u^ywS 

xw'^^i^/ws-cfeSo] srW-r-ss-cfcS'fb-e-^j. ^toma-hrF^^nsts, ^ 

ah— /If m 7- /I/ X « ^ <0 (D ^ gSC ^*:o 

1 1." f§Jt?eo$5la^.l«751i^9IS)!>^bJl*i^$HSV^■m;5»l«^w*3V^-C> 
A*5, ;&yU^^/WS. Xtt^-CON (r2) SO2-. -N (R^) CO-, 
-N (r2) CS-, -CON (r2) CO-. -N (R^)' COCO-^U<ti 
-N (r2) SO2- R^Ji. 7K*Jm^^3?.{±i^^|gcl 1 2 « (O T /W 

1 2. a^lt<Z)$SEB^lJS7!;^m9«^»^31*^$l^SV^-rn;5*l«^^:*5V^T. 
A;65, ^/W/K — yWS. -C0NHS02-. -CONCH3S02-. -NHCO-, 

-NHCS-, -CONHCO-. - N H C O C O -3^ {4 - N H S O2- S-ftS 

1 3. n^<oii&mm i^nmfH 1 2JS^*^^^$i^5v^-ftt^>l«{^:*^v^■c. 

¥i^^X{*^-N .(R5) -^b<{4-N (r6) N (r6) - [^^fi, r6 ^ 
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-To] ^W-t--5S-Cfc-5<l::^«b, ^^OMSiW^^n^ifex ^;^-yU3i:p^7^yi/X{± 

1 5. msROfSISB 1 ilTiS^ 1 2J^/i»e>JS^$i^'5v^-fi^;5^ 1JS{::*3V>-C, 
BdS, -NH-. -NCH3-Xt±-NHNCH3--Cfe2>^k-a'ifel, ^<OM 

16.- lt3}^<OSSffl^l«{CS3V>T. 

• 1 - (5. 7 /I';?!; >^ h-^^T'^yW) - 3 — (2-1: Kd df^e^'aif^yw) ^> UT^ 
•[3- (5, 7 -i^/yw:*:7" h-^^^yu) r> u-C K] ^/^^ 

•3- (6, S -iy J\^i3-:^ V^-^ ^ J ^ JVT ^ y>) T'n f;2f- ^^v-w. 

• N- (6, 8 h::^:^' ^ y ^yW) ^ :^JU-^>T ^ Y 

1 7. g»5fe<D®fflm 1 «7bSf^ 1 6^;{l>^3l*;l$tv^5V^-ri^;{^*l ^trfBifeO^b-a^ 
U r.^ 5'^ IP V3g7c^5g ® Jt Sfe^fiJ. 
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